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mm^^ mmm 

^ CI] 

[ifs 1 ] 




t> J: v>^i{;^^'ft:7ic*«* fetts^s LT v^T % J: ^^m'^mihymmx^mm-^ 

o ] xm^n^it^m mv. 3-[3-[7-^nn-3-(2-[[47^an-2-(hU'7>n/>r 
u:^^jv)y3L=-M7^ ^] ^ y -6- ^ 5^ ;v-2-:t ^ V -2H- ^n:^y- 
4->r 7 -2-::^n 3- [3- [7-^^ n n-3-(2- [ n n-2-( h u 

7;i/:rn:j<^;V) 7a:— -2-:;r^yx^;i/)-6-;t^;i/-2-:r^y-2H-:i? 
n y-A—iM :7 X— ;v] -2-:/n fcT^t (2E)-3- [3- [7-^ n n-3-(2- [ 
[4-^Dn-2-(M; y)V:tU:^^ji)y3^—Mr^J]-2-:t^V3i^JV)-6-:^^ 
;v-2-7t^\/-2E-^ n :^ y-A-^ M 7 ;H -2-zfu^ yWt:^ f-J^. (2E)-3- [3- [ 
7-^ n n-3-(2- [ [4-^ n n-2-( h u n >t -7 x— ;H r ^ / ] -2-:;^^ y 
3:^;i/)-6-^5^;w2-^:?ry-2H-^y n>i >-4-^;i/] :7x:^;i/]-2-::^D/^>M> (2E 
)-3- [3- [1-^ u n-3-(2- [ [4-^ n n-2-( h y 7;i/;r n ^ 7 x— r ^ >^ ] - 
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>^x5^;k (2E)-3- [3- [7-^ n n-3-(2- [ [4-:7;i/>r □-2-( h y yjv^u:^ ^jv) 
7x~>n/] >^]-2-:;fdpyx5=^;v)-6-:>l^;i/-2-::t^y-2H-ira>t >-4->r>n/] 7 
x->n/]-2->''n/OMx^;^, fej:tJf (2E) -3- [3- [7- n n -3- (2- [ [4-7 n - 
2-(h y :7;i/:rn^^;i')7ai— ;H >^]-2-7r-^yx5^;i/)-6-:*5^;i'-2-;r^y 

JC ^ b T V N T =b J: V ^^^/^mt:7fca & b T V ^ T % ck V 1 Sa^OD 

[«^:®6] R;?)'?^- (CHg) n-R' C^tp, R' ^xXT^MtStlT V>T% 

:^ 1 fB«®fb-^%. 

im^^7} R*^^-CH = CH- (CHg) n'~R* f^'^'- ^' i'^^^'rJV 
im^ms] Ri)^^- (CH = CH) -R' C^cfJ, R' ^j;x;^.5^;HbS4^ 
C»^:^ 9 ] 3- [3- [7-^^ D n-3-(2- [ [A-y jVTtu-z-i h y :7;i/:r n ^ ac 

-;i/]T^ y]-2-::r=*yx^;V)-6-^5^;b-2-:^^y-2H-:5^n;>l>-4->f;b] 7acX 

;H y n tr:t > (2e) -3- [3- [7- n n -6-:?i 5^ ;i/-2->r ^ir y -3- (2-;** ^ir y -2- [ [2 
-(h U 7;i/;tn:;i^;i/) y^L^^M >^]x5^;v)-2H-^^n:?i >-4->r;i/] 7aix 
-2-'fU^ym. 3- [3- [7-:J7 n 5=-;i/-2-:t=¥ y-3-(2-:t=¥y-2- [ [2-( h 

2 fl}fiE# 2003-3008082 




#2002—004359 



y -7 M n ^ ;v) 7 x y^J\ -2H-^ n :^ y-A-^ ;H 

uid:tym. (2E)-3-[3-[6-^^nn-3-(2-[[4-7;i/:rn-2-(h u y;V7tU:i^jv) 
7 ai— T ^ y ] -2-;r ^ y x5^;i/)-7-j>l 5^;i/-2-;r y-2H-i^ a >-4->r JV] y 
3^^M-2--:fu^ym. 3-[3-[6-^nn-3-(2-[[4-7;i/;rD-2-(h u y;]/ytu:A 
y^:.—)]/] r^J]-2-7t^V:s:.^)\^)-7-:^^}l-2-i^^V-2Yi-i^n:^y-A- 
7 31 :/ n tf ;r > t ^ (Z)l^„ 

c»^^i 9] m^^imm<Dih^m^^r^\i^'t(Dm^^mhxtj^^nmikm(^'f- 
\.m^-m.2. 0] m^^iwm(Di\i^^i^f=.\%^(Dm.^^m'uxt^^mm.m(D'^w 
im^^2 1] m^T^immm\i^mt.rc,\%^<Di^'^^mLxf3t^m-^^(^=?^ 
[»^3g2 2] m^^ium(Dit'^m^r=.\%'^<D^^^m\^xtj^^r A^v 
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•5 ^ ^ mm t.-t^ m%m^ {c ^ it a c a t mm-:^mo 
^^n^mmn-t^ m%mm k: ^ it mmm<D^mmm:&m. 
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[^:^«5 0] HMG-Co AM7n^*PIWj|tftffi^5^-^t>ii:T^^«^]®4 9 IB 
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[0 0 0 1] ■ 

nmskm. mum. m^^. mm^t-m. r;vv/\4^~m^if(Dji-mt.^ 

[0 0 0 2] 

5^^^ ^Cholestyramine), n l^:^^3K-;KCholestipol) if <Z)ffl?f^Sr^tJ£ 

hx^<Dm.s\^^mmt^mMm. mm^mm^ 027009-^), :^v^^ k(m 

e 1 i n am i de ) ^ H ® T ;i/ 3 X > if >f A A n Ix X 7^ n - ;b r ;i/ ^ ^ ^ ^ ( A C A 

7 6 5 6 9#) t3iE<Dm> :=t u:^y'u-ji'^^mMmt:hX. mic. 3-t:Kn 
=3FS/-3 U;i/nx>'if>r AA(HMG-C o A)M7C#^?:lffl#-r 

Sn/tX^5^>(Lovastatin)(3KH#f^ ||4 2 3 1 9 3 8-^), 
Simvastatin) (JKBfi^ff ||4 4 4 4 7 8 4-^), y^/1X4?^>(Pravastatin) ( 
^S^fF S4 3 4 6 2 2 7-^);feifj5)tE^{C«$tlTV%S„ 
[0 0 0 3] 

LA^b, HMG-Co AM7G^^iaW^ttnl^>?.7^n-;i/CD^'^^Jg/^^1.{C, 
tilc H i- s ilff^M ;«)'^^^ $ -5 o 
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^iibT0jfiitfii3 i/x-5^n-;bfej:tjf hu ^y-fey KcD^STf^Mfe^^t-t-sii^ 
i^$4xT^y (L. v^^y^iy^, :?^-f^-v— fe;i//'?>r:tD>:;~, msm. 90 

5-912H (2001^) (L.Puglielli, et al., Nature Cell Biology, 3, 

905-912 (2001)) ) , :^nmK^^xm^.^n^^^v ymm^^rj]yvj\4 
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[0 0 0 4] 

(1) ^ CI] 
['fb2] 




■^ym^. Bm\tMmm^mvx\>^x%^\>^-r<y'^ym^t:^itmmm^^i^x\f^ 

o ] T'^StlS^b^i^ (mL/> 3-[3-[7-^an-3-(2-[[4-^np-2-(h U 
4--f 37 -2-:/n tf :r 3- [3- [7-^ n a-3-(2- [ [A-^ n n-2-( h y 
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n ^ y-4-4M :7 ;v] n tfrr (2E)-3- [a- [7-^ u n-3-(2- [ 

[4-^j^nn-2-(h u 7;i/:rn:>^5^;i/)7cii— y]-2-:r^ya:5^;i/)-6-;>i^ 
;i/-2-;r=^y-2H-^n:ji>-4--f>n/] y 3^=L)i]-2-':fu^>m:^^/u. (2E)-3-[3-[ 
7-^ n n-3-(2-[ [4-^^ n n-2-( h v '7JV:tu:^ t 5 7] -2-::t^y 
x5^;i/)-6-^5^;i/-2-;tdry-2H-^ >-4->f :7xn;i/]-2-yn/<>^. (2E 
)-3- [3- [7-^ u u -3-(2- [ [4-^ □ n -2-( h y y u:^^;v)yx, — r^J]- 

(2E)-3- [3- [7-^ u n-3-(2- [ [4-y D-2-( b u y ;i/;j-o :>i 
y a:n;i/] J] -2-;t^ y 3i5^;v)-6-^ 5^;i/-2-;r y-2H-tJ7 n ^ >-4— f ;v] y 

01— ;i/]-2-yn/^>mx5^;K ^«fctJf (2E)-3- [3- [7-i; u n-3-(2- [ [4-y;i/:tn- 

2- (h u y;i/;rn:j^^;v)yai~;i/] y]-2-:^^ryx^;i/)-6-:*^;i/-2-:r^y 
-2H-irn^y-4->r>n/] y3i::i;i/]-2-yn'^>m&B^<) *;tii^(D3|^ [JS^T. it 

(4) ^*t^'fb7fc^;(>^c5_73^:t^M'ft;;!fc^T?^-5i&ia (1) mmmt^m'. 
^if^^-r-^sitfia (1) tmoih^mi 

(6) R;b<^- (CHg) „-R' C^tfj, R' l±ni:;^5^;i/'fb$nT V^t=fo J: V^A 

;i/JK^i/;i/SSr3tL/, ntto — ecDMiSc&^t-) T?^$tis«-efe-5llfia (1) 

(7) Kt^^-CH^CH- (CHg)^. -R' C^tf, R* \%:r.y.^Mt^t\, 
T'&st&iB ( 1 ) IB«®^b-^#i ; 

(8) (CH=CH) „"-R' C^tfJ, R' lia:X7^;WfcStlTV%T 
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siuiH (1) mm(Dit^m; 

(9) 3- [3- [7-^ n n-3-(2- [ [A-yA/:tu-2-( h V yjv^tu :^ ^jv) 7 xn;i/] y 

}^:tym. (2E) -3- [3- [7-i;uu -6-^ ^ ;v-2-^ ^ y -3- i2-yt ^ V -2- [[2-ih V 

zfu^ym. 3- [3- [7-^ U ^;p-2-:r ^ V-3-(2-jr^ y-2- [ [2-( hvyjv 
:^n^ ^;b)7x~;i/3T^ y ] x5^;^)-2H-t^ D >-4->f A'] ^x::!;!/] ::^n tf>f 
>m> (2E)-3- [3- [e-^' n n -3- (2- [ [4-7;i/:t □-2-( h u 7 n ^ ^ x r. 

>']-2-:r^yx^;i/)-7-^5^;i/-2-:t=3py-2H-^^n;>l>-4— f;i/] 7x::i;i/ 

] -2-':fu^ym. 3- [3- [6-^^ n n-3-(2- [ [A-y/iytu-2-i h u yjvyi-u:^ ^jv) 
y x-;i/] T ^ y ] -2-yt^ y x^;i/)-7-:;t ^;i/-2-:*-:^ y-2H-tJr n j>i >-4--f 

(10) i&sB (1) mm<^it'^m^rci,t^<D^(D:/u\^^y^; 

(1 1) tSfia (1) mm(D^t^m^r:iit^(D^^^mhx:^^^m; 

(12) tsfiH (1) ia^<z)ffi-^%*feii-e<^)i^&-^^bT)&sy fcfK- vv^- 

(13) MfB (1) mm(Dit^mt,t:Lit-^<Dm.^^mLxf^^ACATm.mM ; 

(14) S&SB (1) IB^®'fb'a'%*fcii^®l^&'^*bT:^S^'l4^1&M3E^^Sf 

(1 5) ttfta (1) mm<D^t'Brm^r=.\t^<Dm^^mLxf£^M^m^\:i>mmm<D^ 
mmmm ; 

(1 6) mm (1) ia^(OfiI^igJ*fcl±-e®lg§:-i'^L/T:&5/f^:^jtiSjv[i.^©^ 
(1 7) mm (1) Sa«©'f[i-^#/^fett^®i^$:-^^UT^^PTCA&§V^^i 

mm) (D^mmmm 

(1 8) ttfiB (1) mm(Dit^mt.r:L\t^(Dm.^'^^Lxtsi:s>mmmmmmm<D 
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(19) fffiB (1) mm(o^t-^m^r=.it^(D^^^mLxt^^-mmskm<D^mm 
(2 0) mm (1) mm<Dit^m^r:iit^<Dm-k^miyx:^s>mmm(D^m^^ 
(2 1) laSH (1) mm(Dit^mt.t=.}>t^(Dm.^^mhxtjt:^m^^(Dj>^mmm 
(2 2) mm (1) mm<Djt^m^r:iit^<Dm'k^mhxtstsr;uvj\4'r'-m 
(2 3) mm (1) mm<Dit^m^r:^it^(D^-^^mLx/^^mmmitM(Dmm 
(2 4) HMG-c o AMyiimmmmMtm&^iD'&xtsi^mm (23) mm<D 

(2 5) mm (1) fB^<?)^t:^«^^:feli^®:^<Z);t^»^iitlLttf%fc^#>r-5:i 

(2 7) t&iB (1) mm(Dit^m^t=.it^(Dm.<Dm^M^m%mmic^¥t^:!L 
(2 8) mm (1) iss®'fb-^i^tfe«^®m®:t^ss:iiii,i&ifeicK^-rsz: 

(2 9) mm (1) fa^cO-fb^i^^feii^^iScD^^A^rPSflLtlf^tclg-^t-S^ 
(3 0) mm (1) iB^®'fl;-^i©*fett-ecDi^OD;tiS^«S:liil^,i&i^lC|g#t-Sr 

(3 1) tffia (1) mm<Dit^m^r:i},t^(Dm<DmmM^m%mmKi&^-t^zL 
(3 2) tSfiH (1) mm(Di\:i^mtr:iit^0m(Dm^A^m%mmicn^-t^::, 
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(3 3) B&I2 (1) mm<Djt'^mt.r:i},t^<Dm<Dmi}M^m%mmzn-^'r^^ 

(3 4) ttfiB (1) mm<D^t'kmtr:^it't(D^<Dm^m^m%m^K.n¥T^:i 

(3 5) mm (1) mmo)it^m^r^it't(Dm.(DmmM^m%mmzn^^^^ 

(3 6) mm (1) mm(D^^m^r:iit'^<Dm<D^mM^m%mmK:n^-r^z. 

(3 7) HMG-coAm7nmmm.mmtm^^t>itm^'r^:r.ii^mmii-t^ 
mm (3 6) mm<^:^m; 

(3 8) utfK- V ' zf^-'!7j^mm(DmM<Df:i!i><Dmm (d iB^®^t;-a- 

(3 9) ACAT|S«McDSgjt<Z)fc«)®ttrSB (1) IH^OD'ft^i^* 7^ Ji-g-OiS® 

mm; , 

(4 0) ^ffiSl&Mj^^^CD^KFf&i^MCDigatODfcfeCDt&Sa (1) IB^^-fb-^i^ 

(4 1) ^ffi^tNigsao^B&^^MM^igjt^feisbcDSatB (D mm<D^t'^mt.rc 
(4.2) ^^^^^i>)^®^Kfas^M®^5t®fcAi)®t&K (1) mmcD^t^m^fc 

(4 4) ^mmmmmm(oj^mmmm<Dmm.0r^^(Dmm (d ffi^cDfti-a-^* 
(4 5) ■mmskm<^^mmmM(omj^<Dr:Li^<Dmm (d la^^-fb-^ti^fei*^ 
(4 6) jigss(D^B&t^3^i§f(i®is5t®fc«>®t&iB (1) mm(Dit^mtr:iit^<D 
(4 7) m^^<D^m^mm<Dm^<Dt=.ib<Dmm (d fa^o^fti-^^fST^iii^cD 
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(4 8) rjvv7\-^^-m(D'?mmmM(DmM<or:ii!b<Dmm (d mm<D^t^m 
(4 9) mmmhm(^mmnmM<Dm^(Dtz.!^<Dmm (d mm<D^^m^^},t 
(5 0) liMG-coAmjxmmm.wMiim^^^tD'&xtjt^mm (49) ibs® 

[0 0 0 5] 

v^e)tl, ^f^L<tiM^li, x5^^;k r^ntfx;K -fy:/nfcf— ;k -^vzf'f' 
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rj]yjUP:^-/um. 1, 3, 5 -/\dpiJ-M;x-;i/«i^®T;i/?t7hUx- 
[0 0 0 6] 

»3b'^^f*bV>o MTU-;i/«(Z)gm»i;bTii, (i)/\n>5f >'ft;S4^tv^T=fe J:- 
v^C^.gT^n/n^rS/S (M> ;*h'^e/> zfu^^i/^ hVyn^^tU:^ 

Mg^$tlTv^T%<^:v^$/^^T;l/^>n/S®$/^^^r;l/^;^»i:bTtt, s/tj? 
n:/nt:;K i/^n>^>;K t/^^n-^^^M $/^n^^t/;i/, ^y^^n^x:/^;!^ 
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mmmnt\'X\>^x%j:\>^mmm&(Dmmmsthxit, m^^m^-t^m^ ( 

^^fyuM tf^yi;;K 1 ,2 ,3 -:rdp•t^e;T^/u;^, i ,2 ,4.-y^^^vr 
^jvjv. 1, 3, 4 -;r'^-9-i;r^/u>n/, 7^if— i, 2, z-^rvr^J 
>;;i/, 1, 2, 4 -5^Ti>'T^/u;K 1, 3, 4 -^rt>'T^/u;K 1, 2, 3 
-hUTv^u;K 1, 2, 4-hUT^/u;w 7^h^yu;i/> fcryj^vw tru^* 
tr u ^ tr^ j;— ^ u r ®.t>* 5 — 6 (t&ia 5 

>r>Ky;i/, >ry^>Fy;K 1 H->r>^yu;i/, '<>x>f^^*yu;K ^> 
v^:*-=5iriJ-y'u>>i/, 1, 2 -/oy>ry:t^i?-yu;K ^o^/^ryu;!/, 1, 2 
-'<>y>f y^ri/u;K 1 H-^>yhy Tyu>n/. ^>^u>«/. >fy'3r7y;i/ 
, i/>yu-;i/. ^:^yu-;K ^>^^-!?-U-;k -y^'yV—yx/. irV=9-^)V^ 

. ^x-t-S^-^H/, :7x>^:¥-9-5^>m;i/, ^T>hl^n;i/, :7x:^^U$^-;K 7 
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D CI, 5 -a] tfU^VK -i^^^V il, 2 -a] ^^^-J Cl, 

5 -a] tfUi>VW -r^ijry Ci, 2-b} -(^^1/ U, 2- 

a] }£V^P=LJV^ 1, 2, (4,'3-a] fcTUt?;!/, 1, 2, 

4-hUTyn [4, 3-b] truart;-;!/^) i}^m^^m>f)K )5iJ^>^•??=b7U 

> F U -f V ^ > K U ;Vs if 9 P—JV^ tf U S^Vl/. fcf U ^ 

Xit. Mi^lt. :r=3p$/^-;K m^P^^jv. yt^-^^=:-;i. tTn 
us;- /I/, -T^h^i; Ka7U;v> tr^us^;!/, T^h^nKntr^— 

^;i/5j^U-;K ^;r^;^JiNU— ;k tf/^^s;n;L'^4'-9M^^^#;^^^:^ 
« (#{c, tfnui?-;^ if/>^ys;;K tf/>v^s;-;w ^;i/jixU~;i/, 3, 6- 
P\i\fn}^VPy-i (2H) ->r;i/:feif©^^M^J«^1^iclE^M^, SS^M^ 

^ ^<Z) 'Xt^ nM^?: 1 V^ L 3 V^T J: V^ 5 V> b 9 *<Z)^^)^T ^ >^ a 

m^^^Sttl'-4«^*L<^il'-2M®@^^$:^UTV^T=fe4:<, 3® 

;&v%L9M®:^^^S (M^ii, if'^u^^vw \d:r<^-p)\,, ^;i/j^u-;k 5^ 
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n '^'^'^fb $ ^^T v>T =fe i: v^ c ^.^r - c ^.^r ;b^;i/S^:^)'f#lf 5) 

a 

Q 

i/. zfu^^t/. zfh^i/. t-zfu^i/iStif) . Cj_gT/b^;v-;E;;i/7K-;i/ 
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-^^-ev^T%<^:v^5;5iV^L9M0D^5{^r5 ,:R#:69{c«M^«fcfn U V 

^{C^^M^> mmm^. SK^M^«iif<Z)'\7^^ilS^S:l;fev^b3M-^t^5;&v^ 
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*•bTV^T=fea:V^C2_6T;^^^-;I/« (^f ^ L < l±X7^-;i/) 
TV^T*)«fcV^„ 

(i) t; Kn*s/«. 

(iii) c^_^r)v^/ut5^zj^mmm^&.mcmmm^. mmm^. mnm^^^if 

1 ^^^t. 3M#t? 5;&v^L 9M<^^^^^ 5^xx;w 

r^jm m. (2-trus;;i/) T^y) . 
(v) Cj_4T;i/^;i/^<fet)?Cg_j2TU ;i/jK-;i/T?sm§^fer ^ ( 
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>^t; $ tlT V^ T t) J: V^ C i_4T;b ^/b 5) Jllf tl S iSillS 1 5fe V^ b 4 M b 

no-:7x~;i/, 3 -^5^;i/:7x~;v) , Cj_4T;i/^;i'>?.;i/j}>n;b (^j, :^^)\, 

V=^/V. 3, 6-P\^\^UlfVi?y-l (2H) ->f;i/) , 
(viii) C^_grjv^jv-^;v^-j\,yt^iym (MXit. :fi^;]y^JV^-;i:t^ 

b3«-^tf5;&v^L'9M®^^3^ ^jLZLji^ :7V ju. trui?;i/, try 

i^-yy;!/. ^>y-r y:^^ri?-yy;i/:&if) -5^7r-« (m. 2 - if y *;?;i/5^;?f-) 
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urjV:fjytLxlt. mK.it. t/^nyA>, t/^u-f^y. i/'^a^y^y^ 
i/^u^^-^y. i/^u^zf^y. t/^ n:t^ ^y. i/i^ n J -f-y^ff^mfhti 
. tfj-e*), i/^n3^P7\'>, ^^u-fmy, i/^u^y^y, i/^u^^i^-y^ 

nr;i/^r>}^>'5#tf 6tiSo. Mi/^^nr;i/:j!7$;>'x>i:LTi±, 2,4 -e/ 

mm^t7i<.mif^mif^ti. mi^it. ^y^ym. i-z^^iyym. ryh^^ym. 

yj^i-y huyn. T^i-y ^ i^ym^ij^if^ti. tstit^-^^Ky^ym. ±y 

[0 0 0.7] 

i/ifn^^'^y, i/^u-^-zf -^y. i/^n-^^ ^ly. n J ±y^ii^^\-fioii\, 
. t/^wzfuj-^y^ p^n-f^y. t/^n^y^y^ i/i;u^^'^y^ 

(DC^_jty^urjvijyt)mt. 

[0 0 0 8] 



ffi|E# 2003-3008082 



#2 002 — 0 04359 

(i)/^^^f>^t;StlTv^T=fo<^:v^c^_4T;l/^;l/« im^it. ;i^;k ^nn>i^ 

:/d^x^;k 2 , 2 , 2 - h y :7;i/:tna:5^;K :;^otf;i/. >r v >''n 3, 
3 ,3- hu :7;i/;f nyntf/b, zf^;vtjiE) ; 

(iv) ;{;;i/jK=ari/;i/ST?BSI$tifcCj^_4T;i/^;i/a 

(v) Ci_4T;i/=i=sr$^-:^j;i/jK-;!/S'^gm$tifeCi_4r;i/dp>n/a 

(vi) ii Kn^S/S*T?S^$n;^Ci_4T;i'=¥;i/« ti Kn:3i.i/;<^;w 

(vi i) C j_4r dp ^/^^ fcld;^ ai y =^ i/«T'gSI$ tlT V^T =fe J: V% C i_/^r )\y 

(xi) i/rya; 

(xii) i: Kndpt/^ ; 

(xiii) 7^^>^f>'^bSI^Tv^T=bJ:v^CJ_4T;I/3:^i/3l ^ h^S/, i^' 
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VyJ\y:tU:f.^}\^^:t. h U :7;b;rn jjl^^;!/^;*-, '^.U\£}\^^it. 
(XV) 

(xvi)=Ey-^fei±s;-Cj_4T;i/^;i/T^>^» (M^ii, ^5^;i/T^y, 
{cttM;t«hrnus;>'-;K if^vpji^. tr/<^$?:=.;K =E;v/i>u-;i/355 if) 

(xviii)c^_4T;i/=^;i/-:^?;U3K::i;i/T^ y» (Mx.ii, Tiz5^;L'T^y, yntf 

(xxi) Cj_4r;i/^>«/::^;i/3}>~;i/r^ ^^;vyt.j^:^=L;vr^ j ^ a: 

(xxii) Ci_4T;i/ndp^>-:^;i,jK^;i'a ^ h ^$/^;V5jfrL;K mh^p 
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(xxviii)'Ej-^rz.itt:^-c^_^rji^)VijjiA=e'^jvm (Mx-lt. ^5^;^^;!/ 
hU7;i/;rn^5^;i/) , /\u^y (M, ^^y^, J^^) K^^Sy«§::# 
e 1 ^feti2M®«a»-??gsi$ti:^3^5i;^r^ y« ^mm^sf^mzm 

3, 6-p\^\^'Ui:fVi^y-l (2H) [l, 3] ^r\/u [4 

, 5-b] tfUi^'>-3 (2H) ->r;K.^;i/JiNy if) T'gi^$tifcCi_ 

2 >^x5^;p. 3 -tf/^^ p tf;K 4 >^ n 

;i/-fcr/>?^s;n;i/^^;K 4 1 -tf^^e;~;i/>l5=-;K 4- (4- 
fc: Kn^i>7x— - 1 -fcf-^^^^Vi/i^if^;!/, 4 -n Fndps/if aiu 

4 -n Kn^S/-4 -731— ;i/-tf'<y j;;i/:?1'^;k 4 -73:~;i/tr/<y 
i^JV:^^/V^ 4- (2-tfUe^Vl/) - 1 - tf/^^ i^n 4- (4 -UK 
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nfcfUi?>-i (2H) ^5^>a/^if) 

(xxxi) C-^_QTJV^JV-:^JV^=Lj]y^ii.iym CmK.it. ^^)ViijjV^-;v:t^ 

(xxxii) Ci_4r;i/=ar;i/fej:t>'^^M^-JB^^Jc^^M^> ^^M^. mMB^^Jt 

r^ir^^m cm. ( 2 - tf.y r^y) X'nm^ti^Cj^_^rji^j\y 

(xxxiii) Cj_4r;i/^;i/fei:tJfc^_^T;i/^;i/-:^7;i/3}?— ;i/T?g^$ti,fcr^ y 

(xxxiv) Cj_4T;i/dr;i.^i:t>*Cg_^2"^'>'~>'I^-*>'l^'i^->'^"^e^S^feT^ 

(xxxv) C^_Q7}V^Ay-:fy/u:ij^-)v:t^i/m ^ 5^>a/:^r;i/Ji?^;i/:t^^^ 

(xxxvi i) M^M^JSt^fcM^M^, m^M^, ?fgMM^j&if®^5^nig^$:l 
i:fy^i;-;K 5^ryy;K /^^y^^r^/y ^>y-ry^ryu;i/, /<>y 

(xxxviii) -ylr^vm ; 

(xxxix) Ci_4T;i/ndrS/-:*;V3K~;i/C2_6T;i/>?r~;p« (M, ^ h^2/:*7>n/ 
jK-;i/l:f-;i/;&if) ; 

(xxxx):^J;^Jl?^^>;^S-esg|$tlfcC2_6T;^>^^x;^s im. ii3/u^^i/if=Ljv 
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~;v-Cj_4r;i'=¥;i/:^;i/7'<~;K y3L:^j]/-c^_^7J\y^Jvy.jv:^=.j]yy^ ; 
gilorig^ftStc, Ci_4t;i/^;i/^ :/nbr;i/. 

^y^> ^S^, , (ii)>'^^^f>'fbstlTv^T%i:v^CJ_4T>n/'^;^« .( 

;k r^Dtf;K -ry^nb:Vi/;^if) , (iii)C3_6i/^nT;i/:¥;i/a 5/ 
^^nynif;K t/^D:f^;b;&if) , (iv) ti Kn^i/«, (v)7\D^f >>fbStiT 

:^^Jir^J. 3i^}ir^J. V:^^/W7^J. P:r.^)VrA JfStif) , (ix)C 
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D, ^J^nn:&if) , (ii)Ci_4T;i/=¥>n/ ^^;K :i:^;i/;Siif) , (iii) 

C3_Qi/^nT;i/^;i/S m^it. i/^^nt^^ntf;!/, s/tJ^n:/5^;i/jfcH) . (iv) 

& 1 :&V^b3M-^^•^V^T%J:V^5:&V^L.9M®:S^^r^ ^S^lif, M^i^&^iZit 

m^itifu V V~;v. fcf^ u i^/^^s^^x;k 3 , 6 - ^'bi Kn if u i:^y- 
1 (2H) --f;K ^;i/>jNUn;p;&if) T?g^$tifeCi_gr;v^;va 
, ^;i'j}>i; y :j15=-;1/, 4 -:7x~>n/- l -tf/<9J^'n;i/j;l5^;K 2-^;i/3j>y>^ 
X^;i/, (4 -:7a:n;i/- 3, 6 -S^bi Kn tf U J^^V- 1 ( 2 H) ->f A/;^ 

B 2^ n >y > -ft: T ^ * «7\ n > "egm $ ti T V ^ T J; V ^ 

[0 0 0 9] 
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© T =^ V ^ tl -5 o 

-YV^^^^;!/. sec-^'5^;i/, tert- :^'5^;V^<Z)^^iS[ 1 ^ V> b 4 CDfi^^^* 

RhbTtt. ^- (CHg) „-R' C^cf»> R* ^ix:^5^Mb$tlTV^ 
T%J:VN:*;i/jK=^^S/;«S:^b^ n^O-'SCD^Igt^^i"} •??^$ti-g)S> ^- 
CH = CH- (CH2)„.-R' C^cf. R' ttx:P^7^;W^l$4^TV^T=fo J: V^:^ 
;i/jJ?:3pe/;i/«S:^b, n* liO'-4®^iJcS:a^f ] T'^^tlSS, ^- (CH = 
CH)j,.,-R' C^tfi. R' ^iXX7^M^:$tlTV^T% j:v^;^7;I/7Jf=^l^^/;l/SS: 
a^b, n' • i*l~3®^ilt$:^t-) 'lim-^n^mtA^fimt.h niibr^ 
> l'-4<^MiS: (J; y^*b<ti. 2) :^)W*b<. n' ilbTli, 0-2©^ 
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^b<ii. 1) dW*bv\o 
[0 0 10] 

mmm mm. mm. mm> mm. mm. mmm. ^m. mm. zfni^Tty 
m. hvy;v:tumm. z^^-jvm. t^^L^m. m^m. -rv^fym. ^:j^ym 

. zi/\^m. vy:^m. :f^^y:^jv:^ym. ^y^yy^jv^ym. p-h;i/x> 

:^j]^:^ym^) . r:^7t^^ym. ^ym-^j^E<Dm^r^ jm^t^om.^ 

[0 0 11] 

mK^^)^ CD x^t>-^i^^i^^mt.f=.\t.^0^mzum'^t\>n^ih^m. -tt^ 
ti-^mmmKmvc. Mtc, Mii(^^m^^n:ihx^ ci] xmt>-^n^it^mt. 
fc\i^'f:(DmzMih-ir^i\i^m. MmmKi:^)-myi^^mrjiE^mz.vx^ ci] X 
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Kn7^~Mb. fcfny jif^ Mb, fcf/tn>f ;v;r=3irS/:)t^Mb, tert- 
•::^^>n/'fb$ti7£:fb^#:&if) ;^ Cl] T'^t>$tiS'fb-^%*fc«-e®i^*«7K^ 
«&^-r§#-^, M7ic^S3^)^r^>;l'^b, T;v=^r;Wb, y^m'fb, t^^t^fb^nfe 
-fb-^^f (M, 7K^*;?)^r-fe^;Wb, h>r;Wb, :/nAV>f;Wb, tf/tn>r 
/iz-fb, iJ-^S/~;Wb, 7vUMb, r^— Mb> y:)i5^>«/T^ / ;?^^;^:j57;I/JK~ 
;WbStlfe'fb^%:feif) ;^ CI) -e^fcStiSfli^^tfeli-ecDlS*^;?;;!^)}?^ 

^;«j;^jf?=3r>>;i/S;0^xx7^;Wb> F-fb^tifc'fb-^t; ( 
:*;i'3i^^i/;va3?)'^x5^;i/xx7^;i/-fb, 7ai~;i/xx7^;Hb> :*;i/3K^i/>^^ 
;i/xx'x;i/fb, s^;t^;i/r^ y :;t^;i/x:^-5^;P'fb, trAo>r;i/:r=^^2/;*5^;i/xx 
"rJV^.. xhdpj/:;5j;i/3j<n;i/:t^S/x^;i/aix^;i/'fb, 7iJr U $;^>n/x::^5^;Hb, 

(5-:pt5^;i/-2-:r=^y-l, 3 - 2>';r^y 4 — f;u) ^^;i'XX7^;i/ 
-fb, ^'i'nA,dpe/;y:^dri/5!j;i/3}?x;i/ai5^;bx;;^>5^;Wb, :3^^;i/T^ KfbSttfe 

CD "e**3$ti§^b^%*fe«^cDm:&^e)^3t*r5z:i:*^T?^So 

^ CI) 7?^t>$ti'5'fb^%tfcli-e0:^(D:/D K^^y ^ti, Jtinmj^ 

1 9 9 o^frj mm§h(Dmmi mm^^mtfi s 3HA^e> 1 9 sMciam^ti 

TV^SJ:e);&, :^a6«r^#-e^ CI) *e^t)StlS^b-^i©*fcl±^CDJEg{C^-fbt- 
^ CI] T'^fc$tl-5'fb-^%^^i±-e<3D3^ii7jC?0i^fe<fct>*#^7jCj^2^OVN 

^ CI] '^^*5S*i<5'fb-a-%*fctt-e®ii»ig&5^^ cm. h, ^^c, ^ 

[0 0 12] 
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3- [3- [7-^ u n-3-(2- [ [4-7;i/:r n-2-( h u □ :^ 7 a:— r ^ y ] - 

2-:r ^ y X5^;i/)-6-:;l ^ ^'-2-::^ ^ V-2H-^ D :^ >-4->r y^^^^M -fU bf :r > 
(2E) -3- [3- -6-^ ^;i/-2-;f dp y-3- (2-:;^ =3r V -2- [ [2- ( h U "7 ;i/5r 

a:)^5^;^) 7 y]a:^;i/)-2H-i^n;i>-4->f;u] 7 ai :=.;!/] -2-::^ 

3- [3- [7-^^ n ^;i/-2-:t^ y-3-(2-::r =^y-2- [ [2-( N U 7;!/;^ n :i 

2E)-3-[3- [6-^'nn-3-(2-[[4-:7;i/;rn-2-(b u r7;b:*'n^^;i/)r?x— 
y]-2-7f-:^yx^;v)-7-;i5^;i/-2-5r^y-2H-i^ >-4— r;i/] :7xr.;i/] -2-:/ 
n/^>^, 3-[3-[6-t5'nn-3-(2-[[4-:7;i/::tn-2-(h u 7;i':rn>i5^;i/) :7 3i~ 

[0013] 

^ CI) x-m^^^^^m^^x:^'t(Dmt. m^it. epa585913#, 

EPA6 0 2 5 9 8-^, ^^^^6-2 8 3 7 3 6 iflCgSa^(D:3^^K:^DT, 

^b-^#? CI 3 *;^li^coJSl^^Jx.liT^T'asti-5<fce>lci, ^ CI I) 
C-fb3] 
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;{fn^y ^7>r^X h U 39 3318-3326 1 9 7 4 ^ (A.Schoen 
berg, et al., J.Org.Chem., 39, 3318-3326 (1974)) , M. H i d a i e>> 
i/^y if ^r^:*;i/yi?--fx5^>r V^^-^y. 4 8#. 2 0 7 5-2 

0 7 7S> 1 9 7 5# (M.Hidai, et al., Bui 1 .Cham. Soc.Jpn, 48, 2075-2077 
(1975)) > D. AVy^y V3.:z.rh. -y^Zf :t-iS:^v 

hU-, 46 #> 4614-4617 K> 1981^ (D.Valentine, Jr. , et al 
., J.Org.Chem., 46, 4616-4617 (1981)) lC|a^®:3^^£{C^pDT^e> r ilA^T?^ 

— mfb^^tt, itm 1 ^JEE*^ b 2 0 ^JE, if t p < « 1 ^BEA^ e> 1 0 ^JEl?M 

/N°^s;'^7AM^ii. Mx.OTm/N'^e^'^'A (II), mtA'yV^h. (i i) 
, s^/NDfcf:^ (huru-;i'3i^x7w» j'^'^P^i^ (II) (M;tli, ^:;^'^^n 
ntfj^ (hU :7x— ;i/3}n>^:7w>) (I l) , $^":fn^tf::^ (hU:7 

ain;i/3}s>^:7-f >) ^-^^P^J^ (I I) > 5;>'a-Ftf:^ ( h U 7ain;bjJ>X7W 
» (I I) > s^^^^nntf;^ (h U h U;i/;J^X'>'-f » ( 

II) J^if) , ^;t^i/^^TU-;^lf ( h U T U -;i/)J^;:^:7-f » 
(II) (M^li. ^^□n7xn;n:f:;^ (h U 73:n;i/3jN::^7'r >) A'^S^Cf-^ 
(I I) ;5:if) :feif;?)^ffiv%e,tiSo Mv^e)4^S«fi^<^>*«> il^, I'B/KD^^ 
mUDlzMLXO. 0 0 53b^e)0. ^?*b<lj:0. Oli^^bo. o 

5^;^Mv^b^lS„ ili^tc#bT^^;i/fij5)^b 5 o^^;i/4 (0*b<« 

>n/>}^>^:7^ hU (o-hu;i/) 5j^:x.7-<>;feif) , tf:^ (s?r U -;V7^x:7>f 
y) t;i/^;v (M;^l^. 1,4-tf:;?. ip^y^i—;],:^^:^^^/) zT^y. 1,3-if::^ ( 

y ) ^nny^ \,i-\£,7s (i;?:7a:n;i/jjNX7< >^) x:J?>^ 
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^> I'^jva^^^m CI I] iz^hx iti^^i o^M ^*b<»i A^e>3^;i/ 

I I] {c^bTi;?)>e> 1 0 o^;k ^f*b<«i*^ej 1 o^;^Mv^e)tlSo 

T^KJ&if), ^l>U;i/|l (r-feh-hU;p, ^^^V^-h y;i/;&if) :feif36^MVN 

0 05i;U^yh;K ^?*b<tt^i!H p:&VNL5 O^UUry h>>l/-e£)So 
RlZ^Umit. jl^^l 0°C:&VxL2 0 0°C;5)'JMV>^tl> 2 0 ^ ^ V^ b 1 .5 0 

*c3^)W*bv^, -mitmmB. *:fe> in^, ^ 

V^b 8 o^im'^^So . 

45-390 H> 198 2^ (R.F.Heck, Org. React ions, 27, 345-390 (1982) 

So 

CHg^CH- (CHg)^'"^' C^*> 
-ftS-^i^, tfcli, CH2=CH- (CH = CH) n-.-R' C^*, R* 

. R.S.-{J->K^- T>F W.:!57n (R.S.Sandler and W.Karo) . '';t-:;5f-^y ^ 
7t>^J/h-^;1/ ^)\/—':f zfVAl/ — i/myX l" ("organic Functoinal G 
roup Preparations Titjr^^y^ zfl^X (Academic Press) 1983^^^^ ||2 
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^ (Sg—SIK) , (236—288^) , Hi 0# (289'-315M) ) ICjcoTM 

Ti*^e)io^;p, 1/<«1 3^;l/MV^e)tlSo 

iciii?) S 3 i: ^ ^ § ^1 i: -5 o 

im^lt. P.V^y^- (P.Rylander). "^^itV^^yi^ }^U^^ 
— S/a> -^y yt — itf-y^ ("Catalytic Hydrogenation in Orga 

nic Syntheses"), ri:j^^V^ -zfVy. (Academic Press) 1979^^) ;&ifS:ffiV^ 

5 9 13. i^|S5|27- 1 0 8 4 4-^;feif^CfB«®^^?&V^Utt^^S^C^DS;5^ 
[0 0 14] 
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C'fb4] 




C5S;tf», R°ttT;i/=^>«/^ (;j15^;k ":/ntf>n/, t-y^^/i/^) S:, -fa 

[0 0 15] 

L<li, ^^;^»^v^L3'^^;l/ftMv^e>4^'5o 

^) Jfe^^;^)^Mv^&tl-6o mmmmnhxit. m:^it7i^mitv^^2^. TK^^b^j-h 
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;l/:;!JU^«55i^^;?)«Mv^e>tl-6c Mv^e);^^'5mS®*«> M'^it^m ill' ] 
li-e<^JS{cMLT> ^^;^ft;&v^b^^l o#^;i/*7?^y, ^^b<ii, 

x~7^^, 5^h9t:Kn7^>, pyt^V-yrj:i£) , N, N 

^i^a^it-h^ [ir ) ^feii-e^J^fcMbTjl^^i :^v^b 1 0 0 ^ y U 

, ^ b<^3:^l 0:&V^b 5 0 ^ U y vv, l.;i,>^^^^ M^SMMii, jiS*!j-2 0 

'c^v^bH^S:^cmv^s^^cD^J^*-^?*'{Mv^e>tl, *&2 5r;j&v%b 1 0 ox:*w 

*bV^„ 

b2 4^r4, ^f*b<{i, ^2 0:^^;&V^b 1 2^ra-efeSa 
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x-7^;k f^h^n Kn7^>, , (M^li> N, N 

-p:^^M)VAr^ ^^•^:^^j\/vymhvr^\^^if) > ^urm m 

;t{il,3-e;;i^;i/-3,4,5,6-5=- h^ti Kn-2(lH)-lf y ^ s>^>^if) . -hu;ps 
^J^<D^t^m Cir ' ] lC#l/T®#j^l :^VaL 1 0 0 ^ y U >y h;P, "^f * l.< 

lii^i o^v^b 5 0 ^ y y b;i/-efeSo ^/iSMMii, j1^^2 or;:fev^bK^S: 
d i: J: o T^ffjic3i«) S en t S^-^3^><&S o 

m^^ny KJ&if) ig^iiL/T, mx\t. ^wcr^ym m^\t. hyx 

if^^@0J*Mv^^:n^^cj;oT, 'ft^l; [II"] t.r=.\t^<DMt(^h-%\zit^m 

V^b 1 0'f&^;i/*-efey, ^f*b<«. J^l. 5'fiSF^;I/J|;feV^b3'^^;l/*MV^ 

T> ^2^^^;i/a^vM^i 0^^;i/aT'fey, ^f*b<«, i^2>^^;l/*^v^b 
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M^i:L,T»> warn ^m. Wm. V^)^nnmm. \^Uy}\^:^u 

lil^ScD^ti> jim-ffc-a-i^ Cir ' • 3 ic^bT, J!i«ri^;i/J|;&v>Li 0 o-fg^ 

jui^r^ F, ymh V r ^ F^^f) , ^/urii m^m,3-v:^ 

5^;i/-3,4,5,6-r h^H FD-2(lH)-fcrU 5bS^v> e>tlS, 

L/ 1 0 0 5 U y h/V. tS'1^h<itmi 0^V^b 5 0 ^ U U h;b"T?fe§„ H^S 
MMli. iilS,^-2 OX:^V^bMiS^CffiV^S^^0[)PJt^T';^)'5MV^e>:n. ^1 5 
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^mmi$-t:^ CI 1 1] 



fb-^tj CI I] tr:Lit^(Dmt. it^m cir ' ' ' ] ^<Dm.t^ ci 

J)':fui^M-}i'-nL^A/:^)V:^P4 ^ F> N-S/^ D^:^e/>n/-N'-(2-^;i/7}> y >- 
4->rA'X^;i/) ^;i/jK5^-r ^ F, N-j/^ n/\dr2/A'-r-[4-(s>'x5^;i/T^ 7) 2/ 

->'ai^;i/-fydpij-vi; 1^7^-3' N-x5^;i/-2' -ti Fn^^t/'OX 

2-s?fc Fn^y y 2->r y:f^;i/;r^2/-i->r v:f5^;^;f^Pt':;^;;I/>^?x;^-l,2- 
^;? t F n >^ U ('O y N y T y y >H/-N-Ii F n ^ 5> h y X i;^'n:5^;i/T ^ y 
3i>::^/}N-r>A^^l?-7;^:rny>'ft:%f^, s^'7xx;b3js:;?.7iNy;vr2^'FJ&if}?)'5M 



lit 5] 
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l-t: \^u^pKyVhVr)/-n>. 3-t: Kn!3pi/-4-::rdpy-3,4-s;?fc: Kn-1,2,3 
-/<>ynUT$^>, N-t: Kndrt/-5-y;i/3jf;b*>-2,3-e?:!jj;i/7}f>'^>r^ K, 2 

^fc-^i^ cir ' ' ' ] t-^it CI 1 1] (D^thxit. mmi^tciit^m ci] 

^5t>, i^Mx5^;i/, 'Oif^, try$;>, N, N-s;:?t^;i/7jN;i/Ar 

^ K:&^®An^f>^E:^-fb:?fc^M, x-7^;i/^, :sL7.7'}\^m. ^^iimm. 

^TT'^?^e)^i:d^T?#§o Hi^^^ttjimitr- 1 0^:&V^L 1 2 QIC, iS^* L 
<^3:^^01C^v^ly 1 0 OiCXJ&So MlS^raii®^*&5 4)-;&VNt4 S^im^SFSb 
<l^^0. 5:fcV^b2 4#IS'^^So [III] It© -g^Mili 

jii«H«;v>b5^;i/^4, b< 1 J&VNb 3 ^;i/^Si?^So 

&fTJ&^z:2i*w* bv>„ m:j!jyr/'y ^^^m^dgMSii-fb-^tf Cir ' ' ' ] 
*fe^*■€•®^Sl^>n/^c^bT*«fl;&v^L/l o^;i/^s, i^<tt^i 5&v^L 3 
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. Smith, III, et.al.), iJ^ • • • ;^-~:^->yi^ • >^^>^ hU-( 

The Journal of Organic Chemistry) 50 32S9'-'3241K> 1985 

[0 0 16] 

^1-6^^^'^^*'^^^'^—^^ (M;tli> r±^)V. x^;i/:^r;i/jK— ;i/;^if) , 7x 
:ch'^t/itj}i:^-)Vijtif) , :7 3:~;i/:r^S/:*r;i/jK— ;i/> Cy.^^Qr^;^:^ 

tert-^^;i/:&af) , ^aix;^ h U ifciii/ U if :?b^MVN e^tl-So 
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^if) , c^_QTjv^jv-:fyjvin-;v m^it. r±^^v. 

T;b=¥;b n--::^ntf;i/. i-zfuifjv^ n-y'^jv 

^m. 3^m^i£) > Cj_gT;i/^;v m^lt. :^^A/. x^;i/, n-zfn 
, N-^^;i/5;5^:^:i77l//t^>^^hy h ^:/^;^T>^-^^i=•7;^;^' 

[0 0 17] 

:^^-i'iii^#MS:^t"rscD-e, Btai&iKf (M, V'^^^, ^yh. i^. 

im. mMmmmmm. m&mmmmj^mm (ptca) y.^yh 
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5^yh, ^-^^^ i^^ 4^, m> ^)\/. bih^) (D-m^Vx^u- 

*^il^StlS, *^*^S5iMfflFM^«. HMG-Co Ajgjc^^PaW^JilM^i^'^t) 
[0 0 18] 

hx-T-n-;i/-^:^;tv-r>>>^] , 'n\y7.7-n-}y^^m-^mmt^i^^m CM 
, nA:;^^^>, 7;I//^'>;>Jf Th;i/>''? 

] , :^^ri/>3ijK=aps/^— ^Ra^^ CM, N B - 5 9 8 j: tJfJjS^-fb^ii^^] 
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:t>(^;vny, ^rv^i^uy, ^:t~~jiy, ^7KU>, ^y^f- 

y>n/- ^ Kn~;i/) , ^dt:^it)/y (vyy'ny) ;mmmmmM Cs^tru^^ 

WK Xaia§grf:j ; 'Kf^W^^^&i^m C^J;^^ CM, :7n'fe^ F (9S/^y^x 
) , zf:^it=.\^ Ov:^huy:> y r^Z-fe^ F (^5f>fT~h) ] , I^JE^ (M, A 

P\:fy) , a^^#:5i^^, A I immm (^y^-^;v^y) ] iiii^^i-^*? 

[0 0 19] 

rf;vyTVy:AJVt/^A (v-yrVy) , XamWM} , ik^^m 
m CM, tPA, ^u^i—^} , m/jN^a CM, TXfcfU>, :^;i/7-f>tr 

y ; 



4 4 



aiSE# 2003-3008082 



#2 0 0 2 — 0 0 4 3 5 9 

v^^ymm^£i£)tmmir^zt%-^mx':&i). *7^. m.^^'mmmt£Eiim 

Mt.hx\t. m^it. ry^:t^y>yyiuzMt^v^^ymM> CETPtc^-^s 

u^^ymm. cETPm#> TWam^'^m(D-^^ hij>(yKMt^mi^. r^u 

4 \^^U^^ymM. lMmmmUi7'9'y(?eptor:^±(DJ)lkPEP-277tjtif)t£if<Dm 

, i?->fh:*-f>, I'-y ' ryt^:tv^yt/y^mmi3^x)^^<DmmizMt^mii^ 

uv^^y. mi^m^^-f y y^v ym.mmcm^'r^m&izMt^m^&^\'^i,tv 
4y. u=Ly ' ryp:t'Tyt/ymmm^j;:x:^'t(Dmmzmm-t^m^^^m^^ 

Mmth:^mmm^mmK.m-¥-t&mm'^m& m^^t. hgf, vEGF;&if 
t* 5r>^'fe>;^3&if*^#{f 6)tiSc ^i^Biw^,. wn^. mnm. stmn 

m^(DmM m^it. mm. i^m. itjzf^jvm. ^mm. t^u^ 
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Co 0 2 0] 

^zt(Dxm^^-\:i^)v:^^\^ltmMtVxm^ti^%(Dt:LX},t. tK. vy 

X^^„ 

[0 0 2 1] 
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^ym> ^h-^ym. ^^^ym. h^itsyh:^Am. r^\^T:ij^m. -^^^ 
ym. =i^-'^ym. •fj'^^y. rjvzf^y. ^mxit^^m<D^V'=^'-mxit 

^m^^^M. :^^rvym'^^:^i/^j^fjtE<DmmM. ^-^^^ym. \f}v\^y 

m^Eo^U^n. r:^z2}v\£ym> a-hn7ain-;w i/7s'T>(yrAE(DWm 

5n:v;i/i;3>^J, >>ci^y:/^. ^M^. ifjb'^^tf e>tl 

mu^^m-v^t. mmz^ii:^iiK msj^co i~9 9w%, 0^b<{«o. 

1^9 0 W%5iS^ 0 . 5 ^ 5 O W%®:2jc|g^<Z)?Stt^4^'ft:-^i^&iB-^f S®*^ 

n-^m^mz^^xmtji^f)K m^it. muskm.^m - mmMiiLxmm^ 

^^■^ CI] i:LTJj&l~5 0 Omg, * U < 1 0 — 2 0 0 mgT?& y . 
PM®S-^, CI ) LT^ 0 . 1 1 0 Omg, ^t. L < «^ 1 ^ 5 0 m 

e. jiS*!ii~2 Omg-^fey. 3(D^H•^^i^e>#'ll^iMe3 4^J&v^„ 
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[0 0 2 2] 

mm. mmmmmmm. mmmmmm^mm (ptca) ^<Dnmn. y^v^yh 
, mmmitm. ^m^mn. m^fp mmm. mm^. Mmjfiu&if) ^oDi^jfii^ 

[0 0 2 3] 

^:^y'u-( }fi^mifkmm. :^^j:i>fm. ^mmmm> mm^m. mmmm. m 
t^•sfe^m> mmm. mrnm. m^^m. imnmm. ^mrnm. mr/v^-^/u 

mmm. '»-:^juu^j^i^mm. ^mmmmmm. m^^mmm. mv^^^m 
. mmM.m. mm-m^mmmm. m^±-wmmmm. rhif-^i^m^kmm 
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[0 0 2 4] 

(1) ieflgj&^:^;^^ 

nn-3- [4- 2-yx.—)v:fuiii^t/) y zfuif^t 

ym:^^JV ' yy ^ ' yr-Ti/a.-^^ ' ZfV^^ y (Chem. 

Pharm. Bull) ,38,2792-2796(1990));9iif„ 

(2) nmm 

"^^y^^ (^>^;bt: Kn^^nn^^re; K> i/ifu^y^rv\^ 

. :£.^rtp\i, t: Kni^nn^T2^>\ ti Fn 7;i/ji5^r :?i ^ n 5=- r e;^' 

(^n;i/<5? U K>,. i^n^^x"^-^ h% -r>^7N-^h\ >i:7;v5/F, ^^^^ 
yh^y>, hUA^F, =^r^37y>. ^h^y>. :7n-fe^F, ^:7;i/>> 

(3) ]tJfit£E?^ie^ 

a^mmM m. ^ru-vy. ^r-r^yx^ ^yyyy^y^ ^=f-)\^'^nt^ 
^'T:t^5^^:^'>;&^*) , a^ii^T^ (#!f, ^^J-ys^^, F=¥i^ye/>> :/^)/i/y 

4 9 £tilE# 2 0 03-3008082 
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n-;i/, :j!7;i/-5^:t-n~;i/, :j{7;i/'<s;d-;p, tr>KD-;K T-fe:fhn~;i/, r 
•T^y^n— ;k bfy:^nn-;i/. ^h:^nn-;i/, ^^dtn-;K r^:^^n-;b 

(M, •v'~>:;fcf>, -:;fj;ps;if:y, -;i/7i$;fcf> 
, ny;u>:;tr>, nhi/^j^tfy, /^^s;t:°>, TAni>'if>. T^~i^'ii°>;& 

(DACEia#^ 

r^'fe:;^.U;K :!t7:/h:/U;p, e/^if:/y;u. t'^:/';;!/. ai:^^>/'u;K U 
(DAIlMiniS 

(4) 

) , usTsiisvzr.y.T-'^-'^mm'm (m, ri*yy>, ^;i/y>':>, i&^:r;i/::^y 
oACEisw^:&af) , mmm mx\mmm\m.mA^) . ^ij^oz/^y^F. :xfcf 

(5) ^M?^^^ • 
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TP^Vy. iyKy)/vy. UK*-f>. i^^xn;^^^^ h-r>. y^^i/ 

;k t:°>Kn-;K i3JV^:tu~;v. ru^u-jvf^}^) , U ^7A5^-¥>^-;i/ 
J^^^ (M, T^:ttjrn>;&af) , it3)vt/^J^^x,y:^jvmmm cm. ^^/^^ 

(7) mmmmmm 

if:tirv ^)/y^ hu^v i()/ytstE) . ^yxvy. ^jvijziy^ mm 

(9) ^5^m:f^-^5^m^m 

(10) jfit^^^^ 

i/u=LVy. ^5^;i'FA, irr-f-^yxfs^Eo 

(11) jfii^iRi^m 

FA^>. }^':f^^y'rJ A^yfS^E, 

(1 2) 



5 1 
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Fa°^>. Fy^iJr^^, P^h^i/y. Vn^i/y. yi^^jvPzi 

^i/y. ^-t-h^^KC, G-:x.hu:7 7y^ytjt}£o 

(1 3) mmm 

'7 7:f^^^/-}\^. '^^\f7.)\/y7}d^)Vy. TsA/yyvri^y^iSiEo 

(D^y ^)y^mmm 

u^-^i/y. hz^Jimh^yu^-f^-z/y^ mmty^uyji^v-t/y. mmu:^y 
vyyyi^i/y, wmy^h'uzfhT^-yy. mmitj^-r^t/y. ^-f 

®mmmmm 

pyy 3i=:-;]yxju:^y. u :7r>fcfi/y 

(D^H I 

p\^'fvy. v^ji/y. -^jit/dxify. mk4 yviridjhx.^ j -jvmu^ 

J^^T^ h^i?--f ^ y ryi^^vy. ^^^^t/vy. ^y^^^t^y. 
•^t/y. ij%y)^^^i/y. ytfFv-rs/>, Vf^-^^^y. r^iji/y. y 

^t^yt^^i/y. t^V^^Vy. 7^^^■i^W^y>, ^^V'rV'y^^^'^^y. 

uv'rh'^^^^vy. ry\ft/vy. if^^s/y>, 

/vt/Vy. izyrn^y. •fe:7Ttfy>. i27Tnye;?>, iz:7T^^n;w 'fe:7 



5 2 
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^"iz^jv. ±yp=^}v. ±'yphuy}^^eriyji^ -fer^^s^s^A, -fe^bf^^ k 

. •fe^^y^'x, ■fe>'ar^i/5^>. ^:7y/^^^/>, ^l5^^:3^r:^•fe7, yw^^ 
■fe:7T:/y>, •fe:7:^tJ?dp$/A, -fe^pf/^C^^/V, "fer^^ydpj/A, 

m.. ^v±:ty;v}^y- "^y-^^vym - Ttzr - yyf-A^^^^ 

Vify^ (J. Antibiotics) , 38, 877-885 (1985)];&if„ 

(14) ^-MM-m 

C2- C (IR, 2R) -2- (2, 4-$;:7;i/:rn:7xn;i/) -2-t:K 
n^i/- 1 3 - (1 H- 1, 2, 4 - h y r i/->n/- i ->f ;i/) r/'n 
fcf;i/3 -4- C4- (2, 2, 3, 3 -7^h^7;i/7|-n:/n3K=3ri/) 
-3- (2H. 4H) -1, 2, 4-hyryn» ) 

<T>3iirJ:^ypy^mm^ (m> :^:^^yry^y. fk-4 6 3, v-zh^j 

(15) #>?.7^n^ K'ffimaS^ 

T:^try>, y/iys^i-J^m^ P^uy^^^-y 

^-^hU^J^,' u^vzfuy:iiyi-hV ^J^. y ai—;vy^dt )/y. >r:yF^afi/ 
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y^ Kyx^u^uy. ruzfv J -ji^ ^^:tv y:^m-rhv r^^j^, ^irjvu 

y, TsU^^^y, ^jvn:^, ^^i^y. u^flyyr^f J -/v. ^h-^fuyx-y 
, i-zfu^-ty. :t^t/'^jvyyityt.r:u\t^<Dm.i^l£o 
(16) X^U4 Km 

i/juy. hUTASz/n^T-fe h~F. 7;i/:^2//~K, y/\/:tt/ J uyy-b 

o 

S/^n::^7Ky>, iti^uVJ^ys. i^x^UAx, Tif^:^:/y>, ^t'J^A'jfii 
y^-n^^y. ^y^-ysiuy^if, 

(1 8) mm&m 

(1 9) mmmm 

t5'n::/n^ K, '^yvzf'^i/'-ji. :^h^u:^^^ 

fcfi/>-^fcr>, i/:;i^s;>, yye'^py. ^ui^y.hvy. >r=¥ 

•fe h^^i?-- >5r'7r;i/:^- h, TJVt^:t^1i-. "rzfujy^ zfuy^^^^y 
t^yi^i^o 

(2 0) mm-^it/um 
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(2 1) 

^-;^:^^U'^A, nh^-gr/iA, :7;i/^if7^A, An^plJ-y^ 

(2 2) 

(22-1) mmMwm 

(2 2-2) ^#^^®!!^ 

®i^A^^^^ (M> ni—r;!/, /NOtJ?>, MM^b^^, -r>:7;b^>, x>7;i/ 
^» . 

(D#1IIR*®^^ (M, lg^^r^^>, Fn/>?y ^5*-^>^-;1/:Mn y i>A 

(23) Jlt^^^ 

S^T-^A'A, n^-eVN'A, :r=3r-9-^7tA, n>H/i;?T-^i}<^S/ F> :jI ^-^/N" A 
, :^=^'9-y^A, ^^^^dp1^^y^A, i^n^T'^AA, :/nv-^A"A, x^^y^A 
. :7;vs;T'^aa. h Fn^api/e^^feif^ 

(2 4) 
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u^uJUK^py^ ^u^ymu^:f^:fu^py. m.m-:^n:^iSti^y^ /\ti^v 
(2 5)j|55SMS 

^ysif^^y^, ny^n^tfi^. 

(2 6) mx/xjfs^/vm 
(2 7) 

^^zf'y^y. ^n^zf^Ay. y^ty':/^vy. -^ai.^/upy, mmr^h 

V':f^vy. mmj jvhV':f^vy. T^^-iMf>, m.m^ry±vy. mm^ 
(2 8) mmmmm 
(2 9) mmmm 

6-0- (N-'^uii7'k^;\/ijj]/A^^jv) y^^u-^v. ^U:t^>(py 
. h M/dpif- F, r^^J-^^iyyu^ h^r^i/yc. J N\£i/y 
, rFUTv>fe/>, 2/ Fe/>T^i^y^ F, 7;i/:rn 

±y. i/7i^^/-;K '^x^^^^, T^'^^y>, ^^U5^;i/U^>> I^^F^v 

mify^Vy^^y. mky^yzf^y.^y^ mm^vy^itjy^ v^nyity^yr 



5 6 
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(3 0) |?tTV;v^-^ 

^)\/'y :t.^vy. :^^^vy. y^^y^^y. 3ifcr^x^:>> 
if^Wi/, ':^'yy)\yij::isVimm. -fe ^ h n iJf x h ;& if o 
(3 1) flim'ffifcfi5?^>^ 

(3 2) fcf^$>^##: 

><D#SM##;, mfr^. 5, 6- h^>;?.-3i/;^7;i/^>:7xn-;i/, 
2, 5 -fc: Kn^$/n U:^;i/t/>'acn-;K i - os -n Kn^^S^n 
n-;i/«iif®tf4r^>D3^^^, 5, 6 - h9>>^-a:;i/dr;?7;i/e/7xD->;i/ 
^<?) fcf ^ > D2^##:;& 
(3 3) mCS^ 

^♦tj ^^^|. ij ,^2^, h^~9::^h, l<'tfy:^>^^, r>i^dpi^7>; >(:fp^ 

:^h. ^h^ya^y. "r-JVyaL-f-py^ :^'ir9Vy, r^^y^^y. 
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(3 4) mMk' Bi^m^mmm 
(3 5) rhif-i^mm^mmm 
(3 6) ru}i^-^M.mmm 

i^W^^V irmi-hV^J^. -^U^ yWt^ ujl-y 3^=.^ ^z/. m^^TV 
(3 8) 

[0 0 2 5] 

^mmmmmmm (ptca) ^0nmn> :^^y hmm^<7)nmm. m^u^ 

(3) ^^jmrnm. ^^mmji:i^mm(DM'\±mmm&mm. mmmmmmm. m 
^mmmmm^m (ptca) ^ommn. y^'^yh^m^o^^nmm. 
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> (2) ^mm(7)jt'^mt.mmmt^m^izmM^tvrm^n^2m(DmM(Dn 

m^th^ 2m<DmM<Dm—^-^m^x(Dmmm^^^^x(Dn^. (4) :^mmo 
it^mt.mmmt:^m^izmM^thxn^ti^2m<Dmm<Dmt3ts^^i^^x(D 
mm^^. (5) :^^m<7)^t^mtmmmt^m^izmm^tLxm^ii^2m(D 
mM<Dm^jt^n-¥m^x<Dmmm^^\i^x(Dn-^ m^it. :^mmmt-^<^t.rc. 

[0 0 2 6] 

mmmm ^ e Pis^n<D:&mizm^ x. mm^mizmm ^ti^m^tu-^i^xmm 
X. murnxm^mam mm. st®, mm^^^) K^^izm^^^^^t 

. mMmuiiLxmm<D^mmm&^\>^\,tmMm{^mMii)'^:^if'bn. m^itmm 
mMiz^n?>m:^M. mm,m. t^-^MJkzj^mmm. ^^\Hm^mmiz^\f^m 

fCig^sjc/isc, m^mmm. mmim. m^m> ^mm. ^mm. mmm<D 
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W:^-5^n-;w h U x^ --;i/T^ mmi-hV^A. ^ :!Lymi- h V ^ 
^®ffc;^Ji:bT«, mxity'\^^m. B-vn^i^h-JV. mt^hV^i^. 



6 0 
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^m^nk\^X\%. mXMimmm.'i^. T:^n;nf>m, a-h:3"7xn-;v^ 

CO 0 2 7] 

<iitmo. itjtwhb omM%. ^hizn^h<itmo. 5^v>L/20Ms%g 
mmmM±mzMhxmo, oi^vM^ioofiM%, i5f*b<tt^o. i;&v> 
mmmm^mzMLxmi^jt^^LQ 9.9fi«%, ^f*u<«j^io 

;&VNb9 0a4%@JgT'feSo 
[0 0 2 8] 

2|s:^^(Z)'fE:-a-i^*fc«^ffimtt, :9^fC^J (M> ^y-r-> (Tween) 8 
0 (T h^:^A'^^-^±«S> ^H) . HCO 60 (05te>!r^^;iyXig) , ^KUoi^l/ 

tf^Mi^^:^^y "i^A^) , #®?S'ffi^J (M> jKU y;i//^- h 8 o, 



6 1 
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#^x^;k ^J»#^> '^u}^;vA^Ky, ^yv^vyjin- 

Mm^m^it. m^M cm. %m. T'y^ytti^-) . mmm cm. 
y. mmij}\^i/^2^fstE) . cm. ^fy-fy. r^i^niA, 

if) X«?i?R3l!f cm. i(JV^. :^'rr^)ymrrir^t^tfjU. jKU ni^ U>i^U 

-jv eooo^if) fSiE^miahxmmm^x^. av^-eig^^{cJ:u, i*®'^::^ 
;w 8 0, ':f)\/u=Lv^ fqs. "^n^n-Tsy^T^-hy^iy-V 

o 



ffilE#2 003-3008082 



#2 002 — 004359 

.H/«^f!fi:LT«> ±;iu-y^mmi^. tfzi~;i/M-^fic, T^^ 

[0 0 2 9] 

&.rK. CD ^^m(7>it^mt.rcimmm<DmMm^^n^<Dmm, C2) 

^l5f3|rjcfi®2^^^(D^t:^%^ fel*#^M^CDaS« 0 . 5 - 5 0 w/ V %, 

L<tt3'-20w/v %^Mi?$>^„ * fc^^M^mm^xity^^ui)- V ^jmm. 

6 3 a}StE# 2003-3008082 
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(DmmtO .5-^5 Owyy%, * b < 1* 3 — 2 0 w/ v b V^„ 

[0 0 3 0] 

M i^ni^uy^rvn-ji^ mm^) . MMitM (^F-^Hi, /<>S^Vvt;H2- 

M V ^ s IB-^ S IX S o 
liM^ili p HmmM<DWimiZ^ y 2-^12 0*b<ti 2. 5 — 8.0 JC^Mt-<5 

^MM-^mmt. m^itl O Or—l 2 1°CCD^#1?54)'~3 0 :i9'l^£tin^M 
[0 0 3 1] 

C2] ^M.^mmx\tM-m,'i&.mmis^x:^^(Dmm. 
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#2 002 — 004359 

U a? ^ U A'm. ^Jr U ;i/mT;i/=^;i/T ^ U tJr U 

, 5j<U:?l^^^y jKU :jI ^ U >«/T^ K, >^ T;i/=^r;V:;i ^ ^ 

tj V- h^M-^#:. tKU ^ ^ U ;i/^T>t: FU F) , i/PJV:^ ^^VV 
-h^M^i^. y.t) F^^y FRS- 1 0 0, RL-10 0, RS-3 

OD, RL-30D, RL-PO, RS-PO (T ^ V Jim:^'^' ' ^ T ^ V 

^-f F^=3eJv>, jsNE- 3 0 D a^T^ • TiJ^ U;b^x5^;i/^M-^ 

;tli:iij-Ji?'>r- (Carbomer) 934 P, 940, 941. 974 P, 980, 1 
3 4 2^, jKU5Jj-7if:7'f ;i/ (polycarbophil) , itjJ\/i/^J^:^Vi3^--y^J\/ 
(carcitim polycarbophil) (|^fSH^*V^•rt^tl B F iTy FU -if^^m) . tf 

xyn-10 3, 10 4, 10 5, s 0 4 (\t^irMmytnm m) m) ^jii:^<^ 



2003-3008082 



#2 002 — 004359 

y n - ;i/ if tf e, ti -5 o 

w/w) . ^SF* L < »^ 3 5 VN 8 0 % (w/w) , $ h {c^f * U < i±^4 0 

b 7 5 % (w/w) , mm^^ y 3 V^ b^^r 3 O % (w/w) . t 

b<^i$!r3;&v^b$!^l 5%(w/w)t?^So S^l^jKlt^a^icffi^llSrS e,lc^^T'V^ 
T%i:<. ^®:^^:^m^JlC^t:f§J^7Kft%^<7)^;t^ttJ|«l5 0%(w/w)Jg;T> 
^eF*b<tt|«|5'-^4 0% (w/w) , $e)}C^^b<li|&5'-^3 5% (w/w) T' 

&S.zir-^±m% (w/w) (M, >i^>^-;k x^y- 

[0 0 3 2] 

a 

OOO^m. $e>JC^t b<l±^5 0 0:feV%bai ,4 0 0 Am-e^^o 

?^5iif> f^^m> mmm. mmwu ^m.^mm^u^v. m^mi^mi^mmm. ?^ 

^(Dm^^Alt. i^O . 5:^V^b^^9 5% (w/w) , b < ttiji!; 5 . 0 ^fe V^ b 

»&8 0% (w/w) , §6tC^*b<»J^3 0)&;V>bJ^7 0% (w/w) "efeS, 
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#2 002 — 004359 

"^-^Mthxit. Mx.liJi<U tf~;L/T>n/n-7-;K \^ Y^n^i/:fu\dJV'^JVu- 
^i/:*^;i/'fe;i/n-:^:^;i/e/'i7A(ECG505), ^ Dv^^;!/^ n -x:?- N y i^/ACAc- 
Di-soi), Ig^Mj^y i^~;i/fc?n y K> (^?nx/KtfF» , iSMiilMiiKn^ 
S/:;/'Dtf;i/'fe;i/D-x (l-hpc) :Qiif;b^Mv%e>ti'So tf^^t), n Kn^sf i/^n fcf 
;i/-fe;i/n->^, jKy tf-;i/trn y ^SMSISt: Kn^j/^nfcr;b-fe;i/n-x 

tlSo ^^Ytl^JilbTfiM©^, ^3iym. ::if\^m. Z7^)\^m> ^V^ym^A 
[0 0 3 3] 

, -e^^i^Jlg^^^j^ 1 0 0 ittin:&V%L*&l ,5 0 0 m"^fe-5 =fe(3D;&W* UVn 

fbjUf^UTM^em. nj\ifm. y^jvm. vi/>f>m^®M^, ^5r;i/ 

L/T*«ji;&ir%L»&i 5% (w/w) , Wt.h<\tmir^\^'umi 0% (w/w) , $6, 
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#2 002 — 004359 

ic^* L<tt,^2^v^b^it^^8% (w/w) t-^-So 
— r -r > ^^f 5 d i: t- S 3 ^ -5 „ 

[0 0 3 4] 

II. m<Dmmmic^^mm 

llflBIT'#6tlfe^S:, MIH^^^'&^W^ttJf pH^#ftO0MttJKy 

MMf S 3 i: J: y ^^:Kffiig^f!I $ S , 

0% (w/w) , * L/<l±*!r5:&V>bJ^5 0% (w/w) , $ e>lcif * L < 5 
V^US 5% (w/w) -e^S^ 

Jfc) l3&v^bl 0 0%®|Sffli?^^bS-&Sri:;5)^t?#, ^*b<tii;&v%L 
T-fe h y ;k iruu^A/j^^ :^'^uy ^ u^>( \^titl£i)^m\'^hn^ 
^'Xi/^, :n/\^m. y^/um. 'r\y4>mt^ti£<Dm^M:^X%^\f\ 
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#2 002 — 004359 

y.'rr')ymij)\^*yt?h.. mm.mis^^>(mtj^^^nm&ii\^x. ^v±vymm 

;i/ r ;i/ n - ^' ^ b T »II b T t) J: v>o 
[0 0 3 5] 

, y^-:xr^m> ^y-h-)v. mmM:^^-(m. mm-^^^i^'^h^. mmij)\y 

9. 4w/w%, L<l*J^2 O'-i^g 8. 5w/w%, $ e> tC^f * b < 3 
0~^9 7w/w%l?feS„ 

5%, ^f*b<tt^i~jiJ&6 o%©ism^b5iJ:^^t-sz:^A^T?^s, 
^mmsitm. ecg-505), i^uy^i}jV:^n-'y^')'V^)tf2^ mxvS-. Mit 
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^2 002—004359 

mmmm. aQdp::?.>^n3?>^), mi^oc^hy^y-^y m) pcs) ^ 

^1 ^ CD I^IC^ :^ «5 if IC 0: »J Mils H^S i^S % S:M VN S 

iiit^^stisA^, mnmmm^MizMhx. mximo. os-^aow/w 

[0 0 3 6] 

r®cf:e)^^iDmi:L/T«> M;!^^'^'^ S/a«i. -er^^^. r^lf 

^^mmi^M. mV7t^t/x.^U >fl||S^:i:^ ^ J: tJfjK y :r :3p V > V 

^y. v^y^^ym)> sM^^^it. mmm am^ii. ^mm. ^ 



7 0 



ffil£# 2003-3008082 



#2 002 — 004359 

m.n^^ ^mmmnm^ if j: y jtiKt- s r ^c j: y mm^ s r x- ^ s o 

[0 0 3 7] 

^rm. /^v:^jvmM. a!^p3mmmmitmM:^jih^<Dmj^mM'v&^x%^^>^ 

:^^if) *W*bv%o 7i^^m'\i^V^'-t.LXl-ii:fSA (M, h h:^*-^. 
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#2 002 — 004359 

-) > 3^? U ^ ^5? ^"J jKU bfri;L'T;i^zi-;w 4<Ux^ l^>;5f U 

*Lv^„ ^^ffc^iiUTti, i/X7^>r>> 5=-;ry;nf h-;K l@:S^> i'ni^^ 

[0 0 3 8] 

M Sr i #:<2t^©:«r^ic j: y S-^ t- 5 r i: tc J: »; iS3t S se)lc 
S^t&lfeic v>T4g:>MJc^& C^sfc-^ T;i/n if OD^^Sffl VAT*M -MM S 

M^^^mw,^^M^-^x{c3ist)y^jvAii-r^o $6)}c, rtm^, ^^^j, m 
^m±M. ^^m> m^m. mmm. ■H•^M^i^®^^t^#^^llI^T%<i:v^„ 

7 2 ffiiE# 2003-3008082 



#2 002 — 004359 

[0 0 3 9] 

e> tJJtC;e-:4-/t n (psyl 1 iiiiB)S^^ ^ if ©i&^Si? >/7^^^^b < 
feic, ^>-h-;K T^^r^hn-^. ^^^h->;, ^f?'^ h e>0lc hi/ 

KM^X^^ b T % i: < , t. fe#®?S'l^5llf/b'^f^l^$ tlT#^ bT V>T J: V^ 
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#2 002 — 004359 

[0 0 4 0] 

x/^^~;i/K?±®FD&C:fA'-2#;&e>CKlcFD&C U^y K4 0#^if®FD 

sccmmif^mifhn^. mmr^mmmizit. ^yh. ^x^^u-, -^w, :tiyy 

»iic lijlSi^ 0 . 1-^50 M»%> b < liJ^ 0 . . 1 3 0 MS%® 

itjJltjtif) ^, Pffigp^{CAtie)tlT 1 3feV^b 6 O^JSAf^fC. ^ b < 1 5&:V> L 
3 0#JgilP^{C, S e>fC^?*b<lil3&VM^ 1 O^^Ji^f^^Cliat- -SPJ^I^J^H^M 

ms 0—^9 0M4%-??fe§„ iS -i/^^nT^dpx h U >Xli)8 -S/^^n-T^^x h 
ij>M##:®|g^J^#^JC^-rs-^^&»tt0-JHf3 OSft%T'fe^c m?K^®$§M 

%T'feSo ^^i-ftijiu^ss^^^c^-rs^^*}*, ^0. i~jii«f9 oa*%, «F 
*b<i±, i&i o—j^v oitfi%T'&§<. a;^c'afi#;(Z)M^f!i^#:ic^-r§-^^» 

7 4 ffilE# 2003-3008082 



#2 00 2 — 004359 

:^v'?-(DmM±mzM-t^^mMit. mo. i^ms omA%. m^^L<itm 
1 o~^2 5s*%'r&So ^mim<DmM±i^KM't^^mM}tmo. i^m 

ffi^r^)*) ^Jj^r^J-ifcb;^*® (J. Pharm. Sci., Vol. 60, 1281-1302, 1971) S:V>o 

o • 

lC0*b<«3 ^mj:y%:^^v^-^^-fX-efe^;, ±PI«^ 3 0 mmOT> L 
< liJMr 1 0 0 A mje^T, J:y^f^L<li^5 0 ittmJBilT, $ IC^f * U < 1 
OiCimje*Tl?&So 
[0 04 1] 
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#2 002 — 004359 
;i/D-^ ; ^J^M^J\yn-y^ ; ^ 3? r U ;I/^3jJ<U "7- L - 10 0-5 

y;i/^a:^;i/^j:tJ^:)i^T^ y 4 g^r 'i7i:»^^;i/- 

/Ky fcr~;i/r>n/=f-;K .T^tfT::iA, t;i/^>^:^ h y '^'is,, T;i/^>^yn 

[0 0 4 2] 

Ay^}viz)]/u-:p^. 3Ky T;i/'?r::i;pfcfn y K>> Jify r;v=¥u>i^y n-;i/> ;ji 
y n y -7 - L if jbWjiT? & <6 o 

cD^^e«f{cfF^stiss^;&^Mv>e,ti, mmm. ^^m. mmn. #m 
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#2002—00435 9 

mm^(DnM:^mt,hxit. mxit:^'T'rvym-^^^t^^^. •T.T-r^iym. 

;i/ n - :^ . 5i< y If tr n y K > if j?)^ W ti s o 

Wm^^n}L\^x\%. mfL\t. :^Vyt^t/3i^uy^V^^iy':/u\£uy^V 
m^n^: :/;bn~>y^) . ^-y -fe y >jiifl3^mxx-5^;w e/H^fiiJKf^x 
T.'rfl/^ jKy;r^i/x5='i/;y®^t;fc:v2/^fi, y y;i/'^- h 8 0, 

7 7 ffi|E#2 0 0 3 - 3 0 0 8 0 8 2 



002 — 004359 

[0 0 4 3] 

H JC i: y igjt t- S 3 i: ^ S o 

(2) z.<r>mi\z.wu^'&M.-^^^n7L. mmm.^m^\^^ 

@ (2) TiiSgL, ^^cv^'t?^^Tsax@^c#•r, 
(5) ±saxs (2) T*iiiSb7£:Siw^?i^^>ta^^{-^^b, 

[0 0 4 4] 

PS^$*i-r, M^ii. oi^fy-;!/, y^nAy-;K -ivzfxiyf.y^^y 

;iyx— 5^;K S;^3r=Ar'9->, ^h^t:Kn"7^>, x^ U 3->n/^<Z)x-'5^ 
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#2 002-0 04359 

[0 0 4 5] 

o 

?^aS:Mv^T, m=^m^mMt^:iiiK^^)mm-t^:i^i^X^&. 
[0 0 4 6] 
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#2 002 — 004359 

5&SSita, 0. 01 : i:«)^e> 1 0 0 : l©^Hl?fe*ll^<fc<, !S^*b<liO. 
0 2 : l;b^e>5 0 : 1, J:U^f*L<ttO. 1 : 2 2 0 : 1 Se>lC 
^tb<tj:0. 3 : l^V^bl 0:1, J:y^*b<l±l : l«iV>L/l 0 : 1 

^-^^3ii^t;®i:®^7i;&fiSi:blM^O. l : l:;b^&2 0 : KDlSHT'^nii 
j:<, ^f*b<li0. 3:l;&V^blO:l, $e>{C^f*b<»l : l^V^b3 
: l"t?feSo 

[0 0 4 7] 

^mK\t. M^M. ^mm. i^^m. M^ii^^^a-^a-x, ^m^.^ry^y. u 
:fe^a)#il^^flI^m^Ki§ffl$:@p^#Mgsis^J^c^g^bT%<^:v^„ s^m^b 

bj{)>b> ±IHH#:^iSc#^±S3®S>5r®|g#?^MK:a£S}C^'fb$-ti:Tig5tbfe 
a>?0iSM«> ;!Klt^ft^v%b^^'lf®y If F • y • 

^b<aJcastiSo 
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^2002—0 04359 

So 

[0 0 4 8] 

X. mno. 1~9 9% (w/w) -^feSo 

tCj:»;M^S:«)N\ igM^i{C#LT, jlSl— 9 9. 9% (w/w) 

i)\ mm^MKMhr. 3iito~9 9% (w/w) -eg>s„ 
:feif{cg:yM^s*^, ^m±mizMhx. mmo. i~i 00% (w/w) x& 

mM^AlzMLX. 31^0 — 9 9. 9% (w/w) 

:^mm<Dmmm(D^¥Miit. :^mm<Dit^m<Dmm. ^m. i^m. m^. mm 

M*&60kg) -A&fe»;> ^^^^O'fb^i^^bT. ^ti^tilBJ^O. 
0 1 1000 mg/kg, * t < «llJ 0.01 ~m 100 mg/kg, U * U 
<itmo. 1—^1 0 Omg/k g. i:*Jt){:?-jMjO. 1 —^itjS 0 mg/k g S:, 
3&*>T?=fe$?rl. S—j^S Omg/kgS:l B 1 ia3&^P,iS:llIlC:5^t:J-T#ii)R©#$tlSo 

o 
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#2 0 0 2 — 0 04 3 5 9 

jis^ificioTMjfey. #^cps^$tl^v^;^)^, mm(DMthxmn. tcn^itm 

pig#-eiiiiLi&% 1 k g#:mfefey^o .0 oi — zooomg. 0*b<{i^ 

0.01~500mg, § fxtC^f * 1/ < tt, j^O . 1~1 0 OmgSM'T^y. d 
[0 0 4 9] 

-iHjgAp^. b<iii o:$)--6^r^je^i^, j:y^?*b<tti 5r5^*^e>i^ra 
ooi~2oomg/kgS:Sp«#u, ^1 5 ^mzmon-^mmizmm^ H 

tz>^^m<Dit^% ^0.005~100mg/kg$:l 0*^ bT^P|g#*rS 

o 

[0 0 5 0] 

^ ^ « 4x & ps^ S tl S %) CD 1* » 3& V ^ o 

>S;x^-2 0 0 (2 0 OMHz) 'M^^/^^ b;V:>l-^r-T?M^b, ^S|iS:p 
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A c O E t : M e : ;i E t : THFi^^h'^tlK 

n:7^.>, I PE : >f V:/ntr;i/X— EtgO : i^m^^JV^i—^)]/, decom 

yh, br:liiJSV^, J : ;!j :^ U > ^^^iSC, P y : tf U DBUtS^Tif 
lfS/^^n^7>T'-fe>, DMF : S;:?l5^;i/3i^;bi^T^ F, D P P A : $;>7x— ;V3iN 
XJj^y ;i/TS^K, h e X : /\dri?->, A c : T-fe^;!/, Ph:73i~;W Ts: 
h mC P B A : ^ ^J? n nig^S^M, *B u : t e r t -zf'^JV 

[0 0 5 1] 

(2E)-3- [5- [7-^ n n -3- [2- [ [4-7 ;i/?r n -2-( h y :7;i/;r n ;t r 

^ y]-2-;r^yn:^;i/]-6-;>t5^;i/-2-:;t=¥y-2H-^n:;^ >-4— r;V] t7ai::i;i/]-2- 
(a) (3-:fn^'7 3ix;i/)(4-^^nn-2-t Fn#i/-5-:;i^;i/:7a:x;i/):i^f >^ > 




3-^nn-4-:jt5=';^rxv-;i/ (97 g) cD^'nn^^if^ (300 mi) ^l^{C:^K^^ 
Tm'fbr;i/^^^7A (102 g) Sriox., $e)ic3->^a^'<>i/-f;^i^nu F (i36 

t;T?3 0 4)-|^ilf^b;fe:o H/;S:?KS:xfc?^b, iimx^;i/ (600 ml) ^^jiy-;!/ (lo 

0 ml) 4NJ^M (400 ml) mmZ-MTL. mM.^ Z O^^mWl'f^. mW.M^l'^^ 
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#2002—004359 

, JR^89%) 
Sft^:H5-117'C. 

(b) [4-(3-:f n ^ 7 X n;i/)-7-i^ n u ^;i/-2-:t ^ y-2H-t5^ n :y-3->f ;v] 




(3-zfu^:7 3L—)V) (4-^nn-2-t: Kn=3ri/-5-;i^;i/:7 3:^;i');< >^ > (186 

g) ODTiZb— hU;b (400 ml) M?g?gttcDBU (230 ml) $:i(tl^fe®t.> 4 OtJlC 
*?BL/3&j5)<^x^;vny\^m^^n y K (157 g) ®T"feh-hU>n/ (250 ml) ^ 
?SS:l^|^:!?)^t-tT?gTL.3 O^mmWhttL. KmmKTK (450 mO zfc?^ 

[4-(3-:/n^7a:— ;i/)-7-ir n n-6-;>l^;i/-2-::r^y-2H-^ Q:^ >-3— f 

mx5^;i/®ffii^^ (182 g) ^mm (1600 ml) i5^x:^mm.m (eoo mi) ic^«?b 

, l^^M^MLfco M/;S:?^^MffTliMb, #ejti;^aM^7fcgfe. 1^;^ (^ 
m^tnvy) i^mx5^;i/j;yiiM^L"rmigO, ^M-fb-^i^ (166 g, jk^7, 

1%) S:=^7^„ 

illtjt: 270lC (decomp.)„ 

(c) 2-[4-(3-:f n^73i~;i/)-7-^ n u-Q-:^^}i>-2-yt^v-2S.-^ u ^ >-3— r 
>n/]-N-[4-7;i/;tn-2-(h y >^;i';rn;t^;i/)7x~;i/] r-fe hr^ Fcz)-^^ 
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#2 002 — 004359 




(42 g) ®THF (400 ml) M?gtlC. ^;l/J^^;l/ AT ^ K (m) 13 j:t>*:t^-!^- U 

;i/i^ny K (u "D ^M^. muKx s o^mwiWhtc^o Rmm^mRrx-m 

«ibT#e>tlfe3^?i£&THF (400 ml) K^Mh. fl/T^U-Z-ih V y /V:tU :^ 

^j],)r.=.^jy (14.7 ml) ■3s^r:^y!<^mit'^hv^J^ (100 mg) -^tuxxmux 1 

mm^mmi^f:^. n^tir:Lmmi^mm=i^^n^-'nsF^vn^^vx'mmh. mmit 

(60 g> iR^77%) S:#feo 
iftj^, : 222-223°C. 

(d) (2E) -3- [5- [7-^ U U -3- [2- [ [^-yjVzt O -2- ( h U :7 D :!l ^;i/) :7 ai — ;i/ 
/]-2-:;t-^yx^;H -6-:;l^;i/-2-;*-^y-2H-^y D:jl>-4->r;i/] ;^]- 




OEt 



2- [4-(3-^n^:7 X— ;v)-7-^^ n n-6-^5^;u-2-7|-^ v-2H-^' n ^ y-s-^M -n 
-[4-7;i/:rD-2-(h u 7;i/;rn:*^;i/):7x—;i/] T-fehr^ K (so g) ®dmf (3 
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00 ml) ^?^iC^m#H^T> r^VJvm^^^J^ (5.8 ml) , |> U 3l.^;i/T ^ > 
(7.9 ml) , mm^'i^t^'^^iW (0.6 g) ^^X:^hVy3^—)V:i^y^-7^> (1.3 

g) SriUA, 1 0 OTCtJS^I^illl^L/feo M/JS^T^, *S:in;^, i^M^5^;vic 

;i/=3 : 1) {CTJ^ISL, Se>{Cil^x^;i/j:y#M^l>T, ^M-ftS^^^&^lll^ 
mm (16.7 g, ItX^55%) iibT#fc3 
: 193-19610. 
[0 0 5 2] 
2 

(3-:/n^7 3i-;i/) (4-^ n n-2-fc: KndrS/:7x— ;i/):^ ^ y y<D^m 

CK 



^M-fb-^i^ii, 7^h^'\Kn> • U3t-X (Tetrahedron. Lett.) , 42^. 48 



41M (2001^) {CfH«CD^^lCpCTSg5tbfeo 

^?^T> 4-^^no-2-t Kn:3pe/^S#^ (13.8 g) , N,p-e;?^^;m Kn ^ 

5/;i/r^>J^^iS (15.6 g) , l-H Kn^2/^>y b UTV^~-n/ (24.5 g) , ^ 
J:t?h Ux^;i/T^ > (22.3 ml) 0N,M-S;:>l^;i/7jN;i/i^r ^ K (20 ml) 33<fctJf 
i?^nn^^> (300 ml) xS-^MMfc. i-x^;i/-3-(3-2;?:)i^;^r ^ 7 :/n tf 

}^mmm. (30.7 g) sr^f^i-ro^ioufe^, mu-vemmmwh 

(/\dr-9->:itMx^;i/=4:l) "tJJK^UT, 4-^ O D-2-t: FO ^2/-N 
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h=2^^>-N-^^;i//<>XT^ K (14.2 g, J^Z^SZf) S:#fe„ 
mWL> 5 ml) K::/5^>H/y^^7A (1.6M/\:3E:i?->^|gt, 12.5 ml) S:?gTb30:^^ 

mWht:^. :inizi,z-Pzru^^yiiy (5.90 g) (DhJV^iy (15 mi) mw.^ 
, _tJt(3D4-^nn-2-t: Fn^i/-N-:jl hdp5/-N-:^^;i/'^>XT^ K (1.73 g,) 

®h;ux> (15 ml) ^mtffc^^tcm, '^hKmmmwhr:io ^ii^m^io% 

^v^'^vA- (^^•^^>:ifmx^;^=l9:l) -es^^b, #e>tife^ftS:;t^?y 

-;i/;{)^e)S^a-rsz:ii{CJ:y, (1.79 JR^71%) S:#fe„ 

IS^, : 105X: . 

NMR (CDCI3) 6 :6.89 (lH,dd, J=8i4,2.2Hz) , 7.11 (lH,d, J=2.2Hz) , 7.40 (IH, 
t,J=8.0Hz), 7.49 (lH,d,J=8.4Hz), 7.57 (lH,ddd,J=8.0,1.4,1.0Hz) , 7.74 (IH 
,ddd,J=8.0,1.8,1.0Hz), 7.79 (lH,dd, J=1.8,1.4Hz) , 12.00 (lH,s). 
IR (KBr) : 3067, 1626, 1329,. 1235, 1215 cm~^. 
Tt^iJ'^ : C^sHgBrClOg i: l/T 
tf^-fil (%) : C: 50.12, H: 2.59, 

(%) : C: 50.07, H: 2.53. 

[0 0 5 3] 
3 — 6 

##«?fl (c)tH#lCbT C^l] (Dit^m (##M3 : 2-[4-(3->^n^73i~ 

;v)-7-9 u ^;i/-2-:r^y-2H-4^ n :?i y-3-^M -n- [2-( h u n j>i 
^;i/) v'x— r-fe hr^ ##M4 : 2-[4-(3-:/n^>'ai-;i/)-6-^^nn-7 
^;i/-2-:t'¥y-2H-i^ n ^ >-3-^ -N- [4-7;i/:r P-2-( h U n :5i 5^;^ 
)7 3i-;i/]T-fe hr^ ##M5 : 2-[4-(3-::^a^7 3ir:;i/)-7-i^nn-6-7 
;i/:r n -2->t =3p y-2H-iy n >i >-3--r -N- [A-yjv^t n -2- ( h u 7 n ^>n/) 

;b] Tir 5 j^*^ ##M6 : 2- [4-(3->*'^n^7 ai::i;V)-7-^ n n-2-7h^ 
V-2YL-^U:ky-Z-^ M -N-[4-7;b:4-D-2-(h U n ;l ^;i') :7 a:-;!/] T-fe 
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#^ 


R' 




(%) 




3 


7-Cl. 6-CH3 


H 


84 


197 - 199 
(AcOBl-TBF) 


4 


6-Cl. 7-CHs 


F 


78 


205 - 207 
(AcOBt-THF) 


• -.5 ■ 


7-Cl, 6-F 


F 


53 


196 - 198 
(AcOEt-THF) 


6 


7-Cl 


F 


92 


169-172 
(AcOEt ) 



[0 0 5 4] 



2- [7-^ n n-4-(3-/}>;i/5 ;i/)-6-:ji ^;v-2->t^ y-2H-^ n y-3->(M 

-N-[4-^^nn-2-( hU >';^:4-n;i^;v):7ai-;i/] Ti2 hr ^ K®-^^ 
(a) [7-^^ n o-4-(3-3^^;^^ ;i/:7 ai~;ix)-6-:^ 5^;b-2-:jr V-2H-^^ n ;i >-3->f 



8 8 



ffilEf#2 0 0 3 - 3 0 0 8 0 8 2 
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2-(3-':fu=ey 3i=^jv)-i,z-i^yi-^v^y (26.0 g) ©thf (200 mi) ^?^^c^^ 

#H^T, -7 a'C-Vzf^JVU^^J^ (1.6M^=3pif>^|g[, 85 ml) $:liTb, - 
^>>Cr^ K (10.0 g) ®THF (100 ml) ^M&?iTb> -7 8rT?2^^ii#b 

feo Hf!i:?SC2NJ^m (200 ml) ^in«^x^;i/{cT«mbfeo «m?^&Mm 
TtSlibT#^tlfeatt$:THF (100 ml) K.mMV. ZN^M (150 ml) ^in;tT 

=^$/-5-^^;i//^>y>r;i/)^i/XT;i/7^t: K (lo g) izy^h-hvjv (40 mi 

) feJ:tJ«DBU (15 ml) ^MX.. 4 0'Cizi\lULt4fi^^:i^^J]/ZiJ\'!rm^nV K ( 

10.2 g) ®r-feh~hy;i/ (20 mi) ^?gts: l^|^*^^:^T^^gTb, 3 o^mmw 

bfe, KI^WlK.^ (40 ml) i^m:i:^;i^lCT»mb, **ffi?gtS:lN-^^fe 

:;r'apy-2H-i5'n;>l>-3— f;i/]gt^a:^A'®5|B^^ (2.8 g) (150 ml) 

j:t>*m^M (75 ml) (c^i^b, 1 ^Hii^fKMbfeo Ki^m^mmrmmh. 

2.5 g, JR^15%) 
iftj^, : 230-232X:. 

(b) 2- [7-^ □ n-4-(3-JiA;i/ ^ ;i/ 7 X ^;i/)-6-^ ^jv-2-:t^V-2l-if u:^y-3- 
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C'fbl 2] 




1 ic) trnmizi^xmrnit^m mm s o %) ^mtc. 

mA : 232 - 233t:. 

NMR (CDClg) 8 :2.29 (3H, s) , 3.37 (IH, d, J = 14.0 Hz), 3.51.(lfl, d, 14 
.0 Hz), 6.79 (IH, s), 7.47 (2H, m) , 7.58 (IH, s) , 7.66 (IH, d, J = 7.4 H 
z), 7.78 (IH, t, J = 7.4 Hz), 7.87 (IH, s) , 8.07 (2H, m) , 8.28 (IH, brs) 
, 10.11 (IH, s). 

Jtm^^ : C26H16CI2F3NO4 hX 
tf^tt (%) : C: 58.45, H: 3,02, N: 2.62, 
MMW. (%) : C: 58.41, H: 3.03, N: 2.39. 
[0 0 5 5] 

2- [7-^ U n-4-(3-;is;i/ ^ 3L=^JV)-6-:^ ^;V-2-:t=¥ y-2H-i^ D :f> y-s-i M 

-N-[4-:7;iy7r-n-2-(hU7;i/7hn^^;i/)73i— ;i/]T-fe br^ K®-^^ 
[fb 1 3 ] 




: 214-215X3. 
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NME (CDCI3) 6 : 2.29 (3H, s) , 3.36 (IH, d, J = 14.0 Hz), 3.50 (IH, d, J 
= 14.0 Hz), 6,80 (IH, s), 7.31 (2H, m) , 7.48 (IH, s) , 7.68 (IH, m), 7.77 
(IH. t, J = 7.7 Hz), 7.87 (IH, s) , 7.98 (IH, m) , 8.09 (IH, d, J = 7.6 H 
z), 8.19 (IB, brs), 10.11 (IH, s) . 
TXim^m : C26H16CIF4NO4 • 0.3 H2O t.hX 
tt^U (%) : C: 59.68, H: 3.20, N: 2.68, 

(%) : C: 59.45, H: 3.01, N: 2.63. 

[0 0 5 6] 

mmmi 

3- [7-^ n n-3- [2- [[A-itX2U-2-ih V yjV:tU:^'^JV) y a: y^J] -2-:t 




2- [7-^^ n O -4- (3-3j%;i/ ^ 7 X n;!/) -6-;l '^Ay-Z-T^ ^ V -2H-^^ n >t >-3->r ;v] 
-N-[4-^nn-2-(M;7;b::rn;jl^;i/)'7ai— ;b]T-fe>T^ K (2.0 g) ODt-yT 

^;i/r;i'n-;i/ (30 ml) , THF (10 ml) , (8 ml) 0m^ummz. vym 

ZlTK^^hyj^A (450 lig) , 2->t^;i/-2-:/5^> (1.8 ml) S:iII;tT^MT*ii 

#bfco MiSiKfcM^gmm:^- h u A (1.2 g) ^^^Km:^rc^. mux*mm 

it^m (2.0 g, iDt^92%) 
Hjt: 270-272TC. 

NMR (CDCI3) S : 2.28 (3H, s) , 3.34 (IH, d, J = 14.8 Hz), 3.57 (IH, d, J 
= 14.8 Hz), 6.82 (IH, s) , 7.4 - 7.7 (5H, m) , 7.99 (2H, m) , 8.23 (IH, d. 



9 1 
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J = 7.8 Hz), 8.38 (IH, brs) . 

tf-^-IB (%) :C: 56.75, H: 2.93, N: 2.55, 
miffi (%) : C: 56.46, H: 3.02, N: 2.58. 
[0 0 5 7] 

mmmz 

3- [7-^ n n -3- [2- [ [4-7;i/:r n -2-( h y 7 ;i/;r n:^^j}/)yx. — r ^ >^ ] -2- 

[^tll5] 




OH 



mmmi nmmKhrmm^h^m^mt:^ (4z^86%) „ 

gft,^ : 278-280r;. 

NMR (CDCI3) 8 : 2.28 (3H, s) , 3.35 (IH, d, J = 16.0 Hz), 3.59 (IH, d, J 
= 16.0 Hz), 6,82 (IH, s) , 7.29 (2H, m), 7.45 (IH, d, J = 9.2 Hz), 7.55 ( 
2H, m), 7.75 (IH, m) , 7.98 (IH, s) , 8^22 (IH, d, J = 7.6 Hz), 8.77 (IH, 
brs). 

tf-^M (%) : C: 58.49, H: 3.0Z, N: 2.62, 
MWU (%) : C: 58.41, H: 3.25, N: 2.43. 
[0 0 5 8] 

(2E)-3-[5-[7-^nn-3-[2-[[4-i'nn-2-(h y 7;i/;rn^^;i/)7 3i-;i/] 
J ] -2-yt =¥ V X ^ -6- ^ 5^ ;v-2-:t =3p y -2H- n ;^ > -4-f -2- >^ ;i/ :r n :7 X 
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Utl 6] 




]||{#, : 160-1621C. 

NMR (CDGI3) 8 : 1.33 (3H, t, J = 7.0Hz), 2.31 (3H, s) , 3.45 (2H, s) , 4.2 
7 (2H, q, J = 7.0 Hz), 6.60 (IH, d, J = 16.4 Hz), 6.86 (IH, s) , 7.3 - 7. 
4 (2H, m), 7.5 - 7,6 (4H, m) , 7.74 (IH, d, J = 16.4 Hz), 8.07 (IH, d, J 
= 8.8 Hz), 8.30 (IH, brs). 
jtim^m : C30H21CI2F4NO5 iL UT 
tfnU (%) : C: 57.89, H: 3.40, N: 2.25, 
MMM (%) : C: 57.95, H: 3.61, N: 2.10. 
[0 0 5 9] 

mmm mmmizLx 2 ) mt^m immm 4 : (2e)-3- [3- [7-^ d n-e-^ 

^;b-3-[2-[[2-(M> yjV7tn:^^}V)y3^=^Mr^J]-2-:^^)JJi^JV]-2-^ 
dpy-2H-^n:jt>-4->f;i/] 7a:-;i/]-2-yn^>^x^;i/, IIMM5 : (2E)-3-[ 
3- -3- [2- ( [4-7 ;i/;r n -2- ( h y 7 n :ji ^ ;i/) 7 X — r ^ 7 ] -2- 

;r=3py -7-:< ^;i/-2-;t=3r V-2H-^ n :^ y-A-4 M yx.—M 

^x^;k MMMQ : (2E)-3-[3-[7-^^nn-6-:7;i/;4-n-3-[2-[[4-7;i/:rn-2-( 
h y "7;i/:t D 5^;i/) :7 r ^ ] -2->j-3r y -2-:;^=^ y-2H-i^ n > 

-4->f Myx. -2-:^D :y ^x^;i/, HJgM 7 : (2E)-3- [3- [7-ijr a n -3- [2 
-[[4-7;L/;rn-2-(h y yjvytn:f^^;v)'7x.=:-Mr^ y]-2-;r=3pyx^;i/]-2- 
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4 


7-CI, 6-CHj 


H 


44 


166 - 168 
(AcOEt) 


5 


6-Cl, 7-CH, 


F 


35 


206 - 209 
(AcOEt) 


6 


7-Cl, 6-F 


F 


32 


151 - 153 

(AcOEt) 


7 


7-Cl 


F 


70 


166 - 169 
(hexane-AcOEt) 



[0 0 6 0] 

mmms 

3- [5- [7-^ i:iU-3-[2-[[A-yjUytn-2-ih V y)V:^U:f.'^My aL=^M7 ^ 
2-:t^y:i:5^;H-6->l^;i/-2-:r^V-2H-^n;i>-4->r;V] y zfu\£ity 
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0 



3- [5- [7-^ n n -3- [2- [[A-y jV7tu^2-{h V -7 JV:tu Ji/)^ X. r ^ >^ ] - 

2- ;r^VrL^;i/]-6-^^;i/-2-;t^y-2H-tJ7 D:^ >-4— f y^L—M -2-yn^ 

(1.0 g) CDTHF (50 ml) ^ J: tJ^oi^ y (50 ml) om^^WLK'^ 

:^-=.y/rji mi g) ^m^x:^mmmp,riBmwhrcio Rj^mr^. mm 
mm^t-^m (0.7 j[5t^69%) s:#;^„" • 

Sftj^ : 121-1231C. 

MR (CDCI3) 8 : 1.21 (3H, t, J = 7.0 Hz), 2.30 (3H, s) , 2.67 (2H, t, J = 
7.5 Hz), 3.03 (2H, t, J = 7.5 Hz), 3.45 (2H, s), 4.11 (2H, q, J = 7.0 H 
z), 6.91 (IH, s), 7.2 - 7.5 (7H, m) , 7.99 (IH, m) , 8.18 (IH, brs) . 
jG^^^llf : G30H24CIF4NO5 thX 

(%) :C: 61.08, H: 4.10, N: 2.37, 

(%) : C: 61.03, H: 4.16, N: 2.41. 

[0 0 6 1] 
MMM 9 ~ 1 2 

mmmstmmizvx ms} mt^rn {mmm^ :3-[3-[7-^^nn-6-;*^;i/- 

3- [2-[[2-(h U 7>n/:tn:5l^;b)7a:r. >']-2-:r=3ryx^;i/]-2-:r^y-2 
H-^'n^ >-4->f;i/] ^nif;r>^3i^;K HiSMlo :3-[3-[6-irn 
n-3-[2-[[4-7;i/:rn-2-(h y 7;i/:rn:ji5^;i/)7x-;i/] ^]-2-:;^-^yxf^ 
>n/]-7-;i^;i/-2-:;r^y-2H-^7 >-4->r;v] y ::/'n tf H 
MMl 1 : 3-[3-[7-^^ni3-6-:7;i/:tn-3-[2-[[4-y;i/::rn-2-(b u >';i/:tn;>t 
5^;i/) 7 ai — ;H T ^ y ] -2->*- :3F y ;b] -2-:r ^ y -2H- n > -4—f :7 31 — 
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: 3-[3-[7-t^ n P-3-[2-[[4->';i/:tn-2-( 

[^3] 




. 






(%) 


MM CC) 


9 


7-Cl, e-CH, 


H 


88 


115 - 117 
(AcOEt) 


10 


6-Cl, T-CHj 


F 


80 


158 - 160 
(AcOEt) 


11 


7-Cl. 6-F 


F 


85 


142 - 144 
acOEt) 


12 


7-Cl 


F 


56 


164 - 165 

(hexane-AcOEt) 



[0 0 6 2] 

mmm 1 3 

3- [3- [3- [2- [ [A-yA/7tu-2-( h V y;i/ytu:fi 5^;i/) 7 x~;i/] r^J] 

-2-:r=¥y-2H-:5^n:ji>-4->r;i/] 7x— >''ntr:t>^3i^;i/®-^^ 
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(2E)-3- [3- [7-tJ7 n n -3- [2- [ [A-y }v:tu-2-( h V :7;i/pf n :^ ^jv) y x-;!/] T 
^ y]-2-:r^yn:^;i/] -2-::r=3py-2H-^ n ^ >-4— f ;!/] ^n^OMx 
5^;!/ (2.54 g) ®:c::?y-;i/ (50 ml) fei: tJfN,N-e;;jl^;b3jN;bii.T ^ K (20 ml 

) <Dm^mmizio%j^^tp^2^^m (5o%#7jc®, o.so g) ^mx. m-^m^^ 

^^3i^;^i:>=4:l:2~/\^i?•>:]|^^aQ^;^=3:l) "^^ISbT, 
mm^t^i^ (1.29 JR^54%) 
ilij^: 163-164'C. 

NMR (CDClg) 6 : 1.21 (3H,t,J=7.2Hz) , 2.62-2.72 (2H,m), 3.03 (2H,t,J=7.5H 
z), 3.46 (lH,d,J=14,4Hz) , 3.52 (lH,d,J=14.4Hz) , 4.11 (2H,q, J=7.2Hz) , 7.1 
0 (lH,dd,J=7.8,1.5Hz), 7.18-7.28 (4H,m), 7.32 (lH,dd, J=8.4,3.0Hz) , 7.35- 
7.38 (lH,m), 7.42-7.50 (2H,m), 7.52-7.58 (lH,m), 8.01 (lH,dd, J=9.0,5.1Hz 
), 8.28 (lH,s). 

IR (KBr) : 3256, 1723, 1713, 1665, 1526, 1431, 1321, 1123 cm"^. 
TtM^^ : CggHggF^NOg HhX 
tfWU (%) : G: 64.32, H: 4.28, N: 2.59, 
HM'fii (%) : C: 64.32, H: 4.16, N: 2.30. 
[0 0 6 3] 

mmmi 4 

3- [5- [7-5^ p o -3- [2- [ [A-yjuyt n -2-( h U 7 jvyt n >i :/ ai — T ^ >^ ] - 
2-:t ^ y a:^ ;v] -6->t ^jv-2-:t =3r V -2H- iJ^ D ;^ > -4--f ai p tf;}* :y 



9 7 
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C-fbl 9] 




3- [5- [3- [2- [ [4-^^ n n -2- ( h y 7 JV:tU ^ :7 31 =.M T ^ y ] -2-;t ^ y :n 
580 mg) CDTHF (10 ml) fei: tJ^x^r >^ .(5 ml) (Dm^mWLK 1 UTif.m^ti' h 

v^A:^mm (5 ml) -kM^x immwvr:io ^j^^micimmxfpmLt^^. 
it^m.^mm:j^^jv^vmmmi^xmm^t'^m (soo mg, JBt^9i%) ^mr^o 

iftj^ : 212-21410. 

NMR (CDCI3). a :2.29 (3H, s) , 2.68 (2H, t, J = 7.2 Hz), 3.01 (2H, t, J = 
7.2 Hz), 3.37 (IH, d, J = 13.5 Hz), 3.54 (IH, d, J = 13.5 Hz), 6.89 (IH 
, s), 7.1 - 7,5 (7H, m), 7.90 (IH, m) , 8.46 (IH, brs) . 
TCM^^ : CggH^oClF^NOg HVX 
tfMU (%) : C: 59.85, H: 3.59, N: 2.49, 
MMU (%) : C: 59.88, H: .3.88, N: 2.52. 
[0 0 64] 

mmm 1 5 ^ 2 4 

mmm 1 4 1 mmiz lx c^4 ) (Dit^m immm 1 5 : (2e)-3- [3- n-^ n n- 

6-^5^;i/-2-;r^y-3-(2-:t^y-2-[[2-(h >J y )\/7tU i^^f- sl—MT ^ J] 
X5^;i/)-2H-i^n::i>-4->f ;i/] :7x— ;i/]-2-3^n/^>M, HJiMl 6 : (2E)-3-[3 

- [6-i^ n n-3-(2- [ [4-7;i/::r n -2-( h y -7;!/:^ n >i ^;i/) 7 x r ^ ] -2-;^- 

dp y x5^;i/)-7-;t 5^;v-2-7h^r y-2H-^ n ^ >-4-^ :7 3ix;i/] -2->^n 

. ^Jg^J 1 7 : (2E)-3- [3- [1-^ u n-&-y )]/itu-z- [2- [ [4-7;i/:t n-2-( h y 7 
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7 HiiM l 8 : (2E)-3- [3- U n-3- [2- [ [4-7>n/ 
:rn-^2-(h y 7;i/;rn::l5^>n/)7x— 7]-2-:r^y:I:^;^]-2-:t=3ry-2H- 
^' n ;i >-4— r ;L'] 7 ai -2-->^ n ^ Z/W.. UMM l 9 : (2E) -3- [5- [7-i}7 n O - 

3- [2- [ [4-^ n n -2- ( h u 7 n ^ ;v) :7 X — T ^ >^ ] -2-:t ^ y ;H -6 

^;i/-2-:t=¥ y-2H-^^ n >i >-4-'f M -z-yjVTtu y3i=-M -2--:fuKym. 
MM^ 2 0:3- [3- [7-^ U ^JU-Z-yt^ 9-S-(.2->t^V-2- [[2-ihVy/\^ 

:rn^^;i/)'7:i:n;i/] y]x^;i/)-2H-^n^ >-4->f y^^—M tr:t 

HiiM 2 1:3- [3- [6-^ n n-3-(2- [ [4-:7;i/5r n-2-( h v yjvy^-u:^ 
) y^LZLjv] r^J] -2-7t^V x^;i/)-7-:?l ^;i/-2-:^^ y-2H-i^ n >-4->f 
7 -fn tr:r HifeM 2 2:3- [3- [7-^ n n-6-"7;i/:r n-3- [2- [ [4-7 
;i/;rn-2-(M> 7;i/;rn;i^;i/)r7aix;i/] y ]-2-:t^yx-?^;i/] -2-::r^y-2 

Yi-^ n :^ >-4->f ;p] y x y a tf :t HiiM 2 3:3- [3- [7-^UU -3- [2 
- [ [4-7 n -2- ( b U 7>n/:r D f'>n/) 7 x~;V] r ^ >^ ] -2-::^'^ y 3i^>n/] -2- 
:t =3p y-2H-i? n >l >-4-f 7 X :?^n tr>f HJfeM 2 4:3- [3- [3- [2- 

[[4-7;i/7j-n-2-(h u 7;i/^n^5^;i/)7xx;i/] >^]-2-:t^y:i:^;i/]-2-:r 
^y-2H-^ n ^ >-4— r;i/] 7x~;i/] tr:r>lE) Sr^iT^o 
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## 






d3 


X 


(%) 


MM. (r) 


Xu 


.7-Cl. 
6-CH3 


IT 

n 


If 

n 


—PIT— PW— 


AO 


252 - 254 
(AcOEt) 




6- Cl. 

7- CHs 


r 
r 


n 




Qfi 
•ID 


272 - 274 
acOEt) 


1 7 
i f 


7-Cl. 
6-F 


17 


IT 

n 






245 - 247 
(AcOEt) 


18 


7-Cl 


F 


H 


-CH=CH- 


68. 


254 - 257 
(AcOEt) 


19 


7-CI, 
6-CH3 


CI 


F 


-CH=CH- 


82 


277 - 279 
(AcOEt) 


20 


7-CI, 
6-CH, 


H 


H 


-CHj-CH^- 


61 


ISO (decomp.) 
(AcOEt) 


21 


6- Cl, 

7- CH3 


F 


H 


-CHj-Cflj- 


63 


240,- 242 
(AcOEt) 


22 


7-Cl, 
6-F 


F 


H 


~CH2~CH2"" 


56 


198 - 200 
(AcOEt) 


23 


7-Cl 


F 


H 


"CH2""CH2~ 


67 


211 - 212 
(AcOEt) 


24 


H 


F 


H 


-CH2-CH2'" 


61 


230 - 232 
(AcOEt) 



[0 0 6 5] 
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#2 0 0 2 — 004359 



-fb-^^A : 3-[3-[7-i57nn-3-(2-[[4-7;b;rn-2-(h u :7;i/;rn^^;b)7x~ 

^b-^#;B : (2E)-3- [3- [7-^ n y-3-(2-;r=3p y-2- [ [2-( h U 



it-^mc : 3- [3- [7-^ n ^;i/-2-:t^ y-3-(2-;r y-2- [[2-(hVy JVit 
n:*5^;i/)>'ac^;i/]T^ ^] x^;i/)-2H-^ y-4— r;!/] y 3i~;v]zfu\^^y 
mit^^D : (2E)-3-[3-[6-^nn-3-(2-[[4-7;i/^n-2-(hUr7;V;t-n^5^;i/) 
7a:— >']-2-::r^yx^;i.)-7-:)l^;i/-2-;r^y-2H-^ n :jI >-4— f 7 
j:-;I/]-2->''D/^>^ 

fb-^%E : 3-[3-[6-^nin-3-(2-[[4-:7;i/;rn-2-(N u y;v>tu:i^^;v)y3i=. 
Mr^J] -2-:t^v :n^;v)-7-:f. 5^;b-2-;r ^ y-2H-^ n :^ ;b] 7 jc n /u 

]:fu\^:tym 

[0 0 6 6] 



[0 0 6 7] 

1. :;5j>^>fe;i'^J 

( 1 ) it^mA 1 0 m g 

(2) h-:;^ 9 Omg 

(3) ^M^-k;i/n-^ 70mg 
i4) y.^rVym-^^^^iyt^M. lOmg 

1 :«jy'fe>«/ 1 8 0 mg 
(1) . (2) t (3) (4) 0 1/2&M5ftIbfc=^, MS-fb-r-So 3tl 
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#2 00 2—004359 

2. 

(2) ^^h-X 3 5jng 

(3) n^y^Si-^ 1 50mg 

(4) m^^-fe;i/n-X 3 0mg 

(5) :^^rVym^^:^iy^J:,. 5mg 

1 ^ 2 3 0 m g 

(1) (2) , (3) , (4) ®2/3^J:tJt (5) ®l/2$:2gfa#, mmt^ 
So (4) iS^ZJ^ (5) §:ClCDS!S{Cjn;tT^^JiCi(IIJE^?|^-r5o 

3. ^^mm 

( 1 ) Yb^i^A 1 0 m g 

(2) 4^tyyh 1 OOmg 

(3) 2 0mg 

iryfjv i3 0iiig 
(i) , (2) , (3) s:^S2mitc^sj:e>{c, ^mmmm:^izmij'h. r> 

4. ^^J 

'TB<Dmmzm\i\ it^mAn 5 D-v>— h-;n 7 5 g, n-yy(, 
^-^118.6 5 g^j:tJJ^n>^:^7>n/^n-X':hhU'i7Al 0 5 g*^6,^;SM 
A— ?^:^;;i/^^-zL (FM-VG-IOS. A^Uy^yi^ttm 

) -e^fe^M^^. ^*n=^t^::^ntf;i/-fe;i/n-;^l 9.2 5 gSr^^LfcTfc^?^ 

x^m-^-t^ m-^^n^: 4 0 orpm, 1 o:^m) o &^<Dm^m^mmnmm ( 
FD-3S, /'^^uy^::K.^m) ^ m\'^mm.um 6 oxix 3 o^m^M^. /^t? 
-^A/ (P-3M, mmit^mmjii^mm} srMvM.smm^/t^^^^rx^y 

-^T'HilbT^i^ii-rSc 3®^iiS5 2 5.i4g, ^ □ >?.:^7;i/^ n -X"^ h 
U'i7A3 1 g^«fctJf^5^TU>mv^:?;t/i;7A1.8 6 g SriUx, ^-^a (TM 

-15m, mmit^mmni^mm) x^i^mm^Lnmmmmtt^. :i(Dmm 

^^mm (Correct 1 9 K, ||7fc|g#milf) 8 . Omm^ <DPi^5pp^ij:§.^VNT 
18 0mg, ffi;d0.7ton/cm2 TJfJ^U. ^^2 , 3 5 O^S:#So 

102 miE#2 0 0 3 -3 0 0 8 0 8 2 




#2 002 — 004359 



5 0 mg 
5 Omg 

3 3 . gmg 

4 Omg 

5 . 5 mg 
0 . 6mg 
1 8 0 . Omg 



t: K n n tr;p-fe;i/ n - >^ 

et 1 8 0 . Omg (lig^y) 

[0 0 6 8] 

1. i:jZf-^)]^m 

(1) ih^mB 1 Omg 

(2) h-X • 9 Omg 

(3) «|!t^S-fe;i/n->^ 70mg 

(4) :^5^rU>^V^r:^i/.?A 1 Omg 

i 8 Omg 

(1) , (2) ii (3) ^^-a (4) ®i/2§:ts?ijbfc^. SiS'fb^So ziti 
2. 

(1) it^mB 1 Omg 

(2) 9^h->^ 3 5ing 

(3) zi->x^~^ 1 5 Omg 

(4) 1St^^-fe;i/n-X 3 Omg 

(5) ;^7^TU>Mvi/:^$/iJ/i^ 5nig 

IIS 2 3 0 mg 

(1) (2) , (3) , (4) ®2/3^J:tK (5) (Dl/Z^Umm.. W&ii.'t 

^y® (4) ^j;tJf (5) S:^®SigzfCjD;tT^M{CifIIffi^0t--5„ 
3. ^lif^J 

(1) it^mB 1 Omg 

(2) >r>'i/-/h lOOmg 

(3) 2 Omg 
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##2002 — 0043. 5 9 

lyyzfjv isomg 

(1) , (2) , (3) $:^*2ml{C^§J:e>{C, ^^M^^^JC^A^b. r> 

4. mm 

i5?-^l 1 8.6 5 gfe<kt^'^^X:^A^^~>^.:^^U^^Al 0 5 giti^^tji^m 

l/-;5t~ (FM-VG-IOM, /ti^ l/^y x?±ig 

) Kn^S/::^ntr;i/-fe;i/n-->^ 1 9 . 2 5 g ^M^Lfe;^^^?^ 

T'^-^-rS 4 0 Orpm, 1 O^m) □ e^<^)^-^^S:^^l&|g;l^«i ( 

FD-3S, j^^iyy^:;K,nm) ^ m^^mmum 6 o'cvB o^m^m^m. 

(P-3M, mmit^mmic^mm) ^m\^i .^1m^;•%y^y^yt^^^) 
-yr^mmvxmnt.T^o zKosi^s 2 5. 1 4 g. ^nx?&;i/^n->^:?-h 

1 gfei:tJ^;^7^rU>mv^:^S/i^Al .8 6 g S:;&nx.. M-^il (TM 

^^519^ (Correct 1 9 K, li^KiSf^m^) "T? 8 . 0 mm^ ®|i||:^5p®t!F§.^V^T 
180mg, JBE:^j0.7ton/'cm2 T'tT^b. ^5lll 2 , 3 5 0 ^S:#S„ 

.fL-n-^B 5 Omg 

D-T'^nh— ;i/ 5 Omg 

n-^j^iSf--^ 33.9mg 

^n^:*;i/:ji n~::^>Ms U iJrA 4 0mg 

}:l}^U.^i/ZfU\dJ]y±JVU-y^ 5 . 5 mg 

:^7^r U >^Vif:^S/'i7A 0.6mg 

t^ iso.Omgd y ) 

CO 0 6 9] 

1. 7!7:/-fe.;i/M 

(1) ^b^%c 1 Omg ■ 

(2) h'-:7. 9 Omg 

(3) ^MS-fe^O/n-X 70mg 

(4) ::^7^TU>mv^*:^;e/'t7A lOmg 

10 4 ffilE^ 2003-3008082 




#2 002 — 004359 

1 iJ-^±JV 1 8 0 m g 

(1) , (2) t (3) is^xj^ (4) (Diyz^mmvr^n. mm^t^^^ zin 

2. i^m 

(1) ^t^mc 1 Omg 

(2) h—;^ 3 5 mg 

(3) 1 5 omg 
mm^izJVU-:^. 3 Omg 

(5) ^•5^TU>Mvy:^i/':7A 5mg 

1^ 2 3 Omg 

(1) (2) , (3) , (4) <Z)2/3^J:tJf (5) (Diy2^mm^> m^it-t 
m^)(D (4) feJ:tJf (5) Srr®|gl|§glCiII;tT^^{CilIJffi^?^'rs, 

3. ^^mm 

(1) ft-^^C 1 Omg 

(2) 4 J h lOOmg 

(3) ^yt;)vr;]/n-;v 20mg 

1 ry:fjv i 3 o mg 

(1) . (2) , (3) &^fi2ml {C^S J:e>lC, ^MM^MtKIC^A^L, r> 

'rm(Dmmzm\ ^n^mc n 5 D-v>-h-;n 7 5 g, zr->::^ 

^-^1 18.65 gfeJ:t^*^7^X:i^7;l/^^-X':^hy i^Al 0 5 g;^)^e>J&-5^i 
A-'?^:^;i/ir^-:a. l/-^— (FM~VG-10M> l/^i/^yx^tSg 
) "es^t^-M-^^, t: Kn=3rS/:/n tr;H2;i/n-:;^ 1 9 . 2 5 g &^«?bfe;!K^M 

^ (^^^#: 4 0 orpm, 1 o^m) o ^^(DU^m^mm^mm ( 

FD-3S, /Wl/^y^r:;^.:^^) ^ ^ \>^mM.Um 6 0 °C 3 0 ^m^M^. A°T7 

(P-3M, Bg^ffc^mi?!(Xf^^$g) .5im4>Ay^y^fyk^v 
-yx^mmhrm^nt^o 3®ii!fe^5 2 5.i4g, ^u>^itjjv:^a'-:;(.^h 
V^j^s 1 s^^ZJ^::^^rvym^^^ly'>2^i .8 6 s^M^. U^m (tm 
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#2 002 — 004359 

(Correct 1 9 K, ^l^mWmm) 8 .Oim4><Dm'^^m¥f'^M\i^X 
18 0mg. ffi:^;0. 7ton/cm2 -efj^b. ,3 5 Om^^^. 

ih-^^C 5 0mg 

D-*7>— h— ;i/ 5 0mg 

a — ^ 3 3.9mg 

D:^:*;i/;jin-x-^h y 4 Omg 

ny^U^i/^fUif/Wb/i/U-y^ 5.5mg 

:^v^rvym'^i^^iy':^2^ o.smg 

ft 1 8 O.Omg (im^^J) 

[0 0 7 0] 

1. ?5;>^-fe;i/^ 

(1) ^t^^D 1 Omg 

(2) h—:^ 9 Omg 

C3) umMi-^Jin-:^ 7 0mg 

(4) :^5^ry>m*r^*s;'^A lomg 

1 :^':f^JV 1 8 0 mg 

(1) , (2) t (3) ^j:xf (4) (Di/z^mm\^t=.^. mmt^^o 

2. 

(1) ihh^H 1 0 mg 

(2) "yi; h— X 3 5 mg 

(3) =r->:^^-^ 1 5 Omg 

(4) ^^^-fe/i/n-::^ 3 0mg 

(5) :^7'r')ym^^'%i/^h. smg 

1^ 2 3 0 mg 

(1) (2) , (3) , (4) ®2/3fej;t)f (5) <Dl/2^m^^. mmt-T 

So ^y<D (4) (5) ^z.(DmmK.iM7txmny^Mmm^ir^o 

3. ^|«fM 
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#2 002 — 004359 

(1) ^^mn 1 Omg 

(2) >ry^>y h lOOmg 

(3) ^yV}vrjvn-;i 2 0mg 

iryzfJV 13 Omg 

(1) , (2) , (3) ^^A2mnct^^^oiz^ '^Mmm^mzm^-'i^. ry 

TgB®M^^C^^!V^. it-^^U l 7 5 s. D-V>~ h~;i/l 7 5 g. 
i5f-^l 1 8.6 5 gfej:t;f ^^nx:^7;b^n~:^ ^hhUi^' A 1 0 5 g;b\6;&-5^i 
^m^. A-^ij)V^^ — =LU-^~ (FM-VG-IOM. l/^y ^7x?±Sg 
) 'V^^&U'^^s fc^ Kndp>>3/ntf;i/-fe;i/d->^ 1 9 . 2 5 g Sr^^LfcTfc^?^ 

T'M-a^-f s (igf^^^: 4 0 orpm, 1 Oi^m) o Bi^com^m^mm^mm ( 

FD-3S, 7^e7V-/e^;^:?±^) S:MV^^I^M^^6 0ri?3 OrJJ^raigjl^^, ^ry 
-^jv (P-3M, Bgfn-fb^aMX^miS) SrMVM . 5inin*7\'>^>ir:^^t) 
-y'vmmvxm'&tt^. ci<Z)®i|§^5 2 5.1 4 g, ^'^>^:^7;I/^^->?.:^^ 
U'i^i^3 1 giS^Xf7s^rV>m^^:^i/^J^l . 8 6 g^iPA. M-^-li (TM 

(Correct 1 9 K, ^^^KSg^^^ig) 8 . Omm^ CD|S®:^3^^B^ij:^^V^T 
180iiig, jEij0.7ton/cm2 ^e^T^L, ^^515 2 , 3 5 0 l^^lf S„ 
fij-^%D 5 Omg 

D h-;i/ 5 Omg 

3 — 5^ 33.9mg 
^ n:^^;i/:?i by iJ'A 4 Omg 

ii}^u^i/':fu\fjv±juu-yt. s.smg 

X'5^rU>^v4f:^S/'^v^ 0.6mg 

tf 1 8 O.Omg (l^^y) 

CO 0 7 1] 

1. itjzf^n^n 

(1) -fb-^^^E 1 0 mg 
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#2 002 — 004359 



(2) ^^7h'-:^ 9 Omg 

(S) Um^-izjl^u-:^ 70mg 
(4) :^^rvym'7^^iy^J^ lOmg 

1 itjrf-^;\y 1 8 0 mg 
(1) , (2) t (3) (4) OiyZ^mmi^tcL^. MM^t^So 3tl 

fc^tjcD (4) ^iu^x^i^^^^^yit}-:f±jvizmA'r^. 

2. ^I^J 

(1) -ffcl-^^E 1 Omg 

(2) N-;^ 3 5j^g 

(3) 1 5 Omg 

(4) m^fti2;i/n->^ S.Omg 

(5) ^T^TU 5mg 

'1 ^ 2 3 0 mg 

(1) (2) , (3) , (4) (D2/3fej:t)^ (5) (Diy2^mm^. Mmt^ 
mv<D (4) ^j:tjf (5) ^^(Dm^KM^xmmiztammmT^o 

3. ^#f3ltf 

(1) it-^mE 1 Omg 

(2) ^^'i/^y h 1 0 Omg 

(3) /<>5;;i/T;i/n-;i/ 20mg 

rT>^;i/ 13 Omg 
(1) , (2) , (3) §:^42ml fC;&§4:e){C, SI^M^W7Jc^C^;^)^ r:/ 

4. 

TfBOM^JC|^!v\ -ffc-^^E 1 7 5 g, D-*7>^ h-;H 7 5 g, 
^-^118.65 gfeJ:t)^^^n^;i7;i/^n->;-±-hU "^Al 0 5 gi)^hi^^m 
A~^-fy)]/ir^zL^X/ — ^~- (FM- VG- 1 OM, At^Vy^I^UM 
) T'3^:9-?S^^, Kndp2/:;^ntf;i/-fe;i/n->^ 1 9 . 2 5 gSr^«?Ufc7fc^M 
•^Ht^-rS : 4 0 Orpm, i O^m) o ' ( 

FD-3S, A^u>y^x^±m) ^m^^mmume o'cxs o^mnmu. j^v 
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#2 002 — 004359 
V^J^3 1 siB^X^::^'rrVym^^:^t^^2^1 . 8 6 g SrinA, ti-^a (TM 

-15m, mm^t^mmjii^mm) r'5^^m^hni^mmnt^s>o :i<Dmn 

^^MB (Correct 1 9 K, ^TKiif^^Sg) T' 8 . Oinm<^ CD|Jp|:^5p|g;fip^^VNT 
18 0mg. ffi:tjO. 7ton/cm2 7?fT^b, ^51(1 2 , 3 5 0 ^$:#S„ 

-ffS-^^E 5 0mg 

D-'7-y=Lh—/\/ 5 0mg 

3 3 . 9mg 

^ nxijjV:f>u—:^'rhV 4 0mg 

bi Kn^i/:^n tr;i/'fe;i/n->^ 5.5mg 

::^5^Ty O.emg 

tf- 180. Omg (1 y ) 

[0 0 7 2] 



mmmi (ACATisw^sts) 

L'^T^n— A':^(0.535 cholesterol, 335 peanut oilfe4:t)f35K coconut oil^-^t? 
RC-4M)^) T' 8 Jir^MW L/> ^ cD^iES:^ (RC-mm X 7 Mr^MW LXi^m b tc 
Wim^it^i)-^(Dizmm^mmTXmiiiVf:L(Dt>. 250inM sucrose, ImM EDTA-2N 
afeJ:t)JLeupeptin(2ieig/mL)Sr#tf50mM Tris-HCL buffer(pH 7.0) SriH^, 
n>™jj^^>y:?->f •b»-'^^#(4t:, l,000rpiii, lOstrokes) b, 
:9'^(4X:, 4000rpm, 5min) L;tM^C>±^S:i:7-»?-:3i?:A:i&j|)j!3|f^ji^^e;:?;- b 

CACATISW^SH^M^] #aM®fl:-ir#lAS:-^tf0.4%DMF?|K50^LK:0.03M 
EDTA, Cholesterol (0.2 mg/ml)fe J:tJ?BSA(3mg/ml) Sr-^tf0.2M Tris-HCL buffer( 
PH 7.5)50,ilt.^-^^:k:mmm^^'eP:^-hm50jtil^M^. 37-C'riO:9'K# 
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T^o. mmm^^nu:^)v2^/:^^ J -;vmmii'2)50/iiKmMhr:^^. tlc^(^ 

±mm^i)^ 5) ^ e> i: e» K:3p:^^>fb'^ifefii. i&lli^«!'fb?g^*5fl® A c A T k: 

[0 0 7 3] 

M&^-r-soD-??, ntiL»i^ ^^77.. ^vh. r?"^^. ^> 4^, i^, 
t.fetti^s^fes v>« PTC A^^^\m^7.^y hmn.^<Dmwkm=f-wt tcitmm 



110 
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mm] 
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#2 0 0 2 — 0 0 4 3 5 9 



m M A 



C000002934] 
1 . ^M^n H 1992# 1^22H 



1 
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